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Table 25. Current Candidate Therapeutic Interventions for the Treatment of ALS 



Product Name 


Chemical Name 


Action 


Indication 


EF7412 


N-3-[4-[4- 

(tetrahydro-1,3- 

dioxo-lH- 

pyrrolo[l,2- 

c]imidazoI-2(3H)- 

yl)butyl]-l- 

pipera2inyl]phenyl]et 

hanesulfonamide 


5HT antagonist; 
5HT1 A antagonist; 
glutamate release 
inhibitor 


Neurodegeneration; 
depression; cancer 


AMPA antagonists 


Unspecified 


AMPA antagonist; 
glutamate antagonist 


Neurodegeneration; 
eye disease 


SPD 502; NS 1209 


2-[[[5-[4- 

[(dimethylamino)sulf 

onyljphenyl]- 

1,2,6,7,8,9- 

hexahydro-8-methyl- 

2-0X0-3H- 

pyrrolo[3,2- 

h]isoquinolin-3- 

ylidenejaminojoxy]- 

4-hydroxybutanoic 

acid monosodiutn salt 


AMPA antagonist; 
glutamate antagonist 


stroke; 

neurodegeneration 


pirfenidone; MAR 
01; AMR 69; 
DESPCAR 


5-methyl- 1 -phenyl- 
2(lH)-pyri(Unone 


antifibrotic 


skin disease; 
pulmonary fibrosis; 
neurodegeneration 


dehydroascorbic acid 


Unspecified 


antioxidant 


neurodegeneration; 
neurological 


U 101033E 


6,7,8,9-tetr^ydro-9- 
[2-(4- 

morpholinyl)ethyl]- 
2,4-di-l -pyrrolidinyl- 
5H-pyrimido[4,5- 
b]indole 
Qinydrochlonde 


antioxidant 


stroke; 

neurodegeneration; 
brain ischemia 


MDL 101002 


3,4-dihydro-3,3- 

r1 1 m t H \/1 1 crt n 1 1 1 n r\1 1 ti A 

uiii ic uiy 1 1 ou (| uiiiuiluc 

2-oxide 


antioxidant; fi^ee 
idaicai scavenger 


stroke; 

neurodegeneration; 
septic shock 


synthetic catalytic 
scavenger analogues; 
SCS analogues 


Unspecified 


antioxidant; firee 
radical scavenger 


stroke; trauma; 
atherosclerosis; 
leurodegeneration; 
isthma 


neurodegenerative 
disease therapy 


Unspecified 


ipoptosis inhibitor 


leurodegeneration 
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neurodegeneration 
therapy 


unspecified 


apoptosis inhibitor 


neurodegeneration; 
amyotrophic lateral 
sclerosis 


apoptosis modulators 


Unspecified 


apoptosis inhibitor; 
apoptosis inducer 


cancer; autoimmune 
disease; 

neurodegeneration 


apoptosis inhibitors 


Unspecified 


apoptosis inhibitor; 
peptide 


neurodegeneration 


BAY Z 4406 


Unspecified 


calcium channel 
blocker 


neurodegeneration ; 
Alzheimer disease 


cardiotrophin-l 
secreting implant 


Unspecified 


Cardiotrophin-1 
agonist 


amyotrophic lateral 
sclerosis; 

neurodegeneration 


caspase inhibitors 


Unspecified 


caspase inhibitor 


neurodegeneration; 
myocardial infarction; 
rheumatoid arthritis; 
septic shock 


CPP32 inhibitors, 
caspase 3 inhibitors, 


unspecified 


caspase inhibitor; 
apoptosis inhibitor 


neurodegeneration 


creb gene 
transcription 
modulators, CNS 
disorders 


Unspecified 


Creb gene 

transcription 

modulation 


neurodegeneration; 
Alzheimer disease 


Neurotransmitter 

transporter 

modulators 


Unspecified 


Excitatory amino 
acids transporter 
function 


neurodegeneration 


batyl alcohol; CPR 
4001 


Unspecified 


free radical 
scavenger; ether lipid 


skin disease; 
neurodegeneration 


chimyl alcohol; CPR 
4004 


Unspecified 


free radical 
scavenger, ether lipid 


skin disease; 
neurodegeneration 


free radical 
scavengers 


Unspecified 


free radical 
scavenger; NSAID 


neurodegeneration; 
arthritis; reperfiision 
injury; psoriasis; 
stroke 


SLH301 


Unspecified 

■ 


free radical 

scavenger; NSAID j 
i 


neurodegeneration; 
irthritis; reperfiision 
njury; psoriasis; 
jtroke 


growth and 
differentiation factor- 
1; GDF-1 


Unspecified ( 


3DF-1 agonist i 


leurodegeneration 


LY 379268 

£ 
C 
£ 

a 


:iR,4R,5S,6R)-4- j 
raiino-2- r 
)xabicyclo[3.1.0]hex t 
uie-4,6-dicaiboxylic 
icid 


jlutamate agonist; r 
nGluR agonist; [ 
maigesic 


leurodegeneration; 
)ain 
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Excitatory amino acic 
antagonists 


unspecified 


glutamate antagonist; 
excitatory amino acid 
antagonist; NMDA 
antagonist 


epilepsy; 

neurodegeneration 


SB 1757 


Unspecified 


glutamate antagonist; 
mGluR antagonist; 
analgesic 


pain; neurological; 
neurodegeneration 


Sm 1893 


Unspecified 


glutamate antagonist; 
mOluR antagonist; 
analgesic 


pain; neurological; 
neurodegeneration 


2-PMPA; GPI 5000 


Unspecified 


glutamate release 
inhibitor 


stroke; 

neurodegeneration 


NZ093 


Unspecified 


IGF-1 


brain ischemia; 
trauma; stroke; 
neurodegeneration 


insulin-like growth 
factor-1; IGF-1 


Unspecified 


IGF-1 agonist 


brain ischemia; 
trauma; stroke; 
neurodegeneration 


insulin-like growth 
factor binding protein 
ligand mhibitors 


Unspecified 


IGFBP ligand 
inhibitors 


stroke; 

neurodegeneration 


ICE inhibitors 


Unspecified 


IL-1 beta converting 
enzyme inhibitor; 
caspase inhibitor 


neurodegeneration 


Neurodegenerative 
disease therapy 


Unspecified 


hnmunomodulation, 
peptide mediated 


neurodegeneration 


N4KK4 modulators 


Unspecified 


MLAP kinase 
inhibitor; signal 
transduction inhibitor, 
NSAID 


inflammation; 
neurodegcnCTation 


Melatonin analogue 


Unspecified 


Melatonin agonist 


neurodegeneration 


Neurodegenerative 
disease .therapy 


Unspecified 


monoclonal antibody 
immunomodulation 


neurodegeneration; 
Alzheimer disease 


neural progenitor 
regulatory factor 


Unspecified 

■ 


hieural progenitor 
regulation, growth 
actor; peptide; 
leurotrophic factor 


multiple sclerosis; 
trauma; 

leurodegeneration 


Neuroimmunophilin 
ligands 


Unspecified ] 

I 
I 


"^euroinununophilins, 
jrowth factor; 
leurotrophic factor 


leurodegeneration 


Neuroimmunophilins 1 


Jnspecified i 


leurotrophic factor i 


leurodegeneration 


nerve growth factor \ 
secreting implant 


Jnspecified 


^GF agonist r 
r 


leurodegeneration; 
leuropathy 


nerve growth factor \ 
mimetics 


Jnspecified 


^GF mimetics r 


leurodegeneration 
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CP 101606 


[S.(R*,R*)]-4- 

hydroxy-alpha-(4- 

hydroxyphenyl)-beta- 

methyl-4-phenyl-l- 

piperidineethanol 


NMDA antagonist; 
glutamate antagonist 


stroke; trauma; 
neurodegeneration 


Remacemide; FPL 
12924; PR 934423; 
FPL 1 2924 AA; PR 
934423A; FPL 
14144; PR 1032644; 
FPL 14145, PR 
1032646 


(+,.)-2-amino-N-(l- 
methy 1-1,2- 
diphenylethyl)acetam 
ide 


NMDA antagonist; 
glutamate antagonist 


enilensv Parlfincftn 

disease; 

neurodegeneration 


Telomerase activators 


Unspecified 


NSAID 


neurodegeneration * 

atherosclerosis; 

arthritis 


Neurotropin-4/5 
secreting implant; 
NT-4/5 implant 


Unspecified 


NT-4/5 agonist 


neurodegeneration; 
neuropathy; 
amyotrophic lateral 
sclerosis; eye disease 


Synthetic opioid 
alkaloids 


Unspecified 


Opioid agonists 


neurodegeneration 


prion inhibiting 
peptides 


Unspecified 


Prion inhibition 


neurode^en erati nn 


taltirelin; TA 0910; 
CEREDIST 


(S)-N-[(hexahydro-l- 

methyl-2,6-dioxo-4- 

pyriraidinyl)carbonyl] 

-L-histidyl-L- 

prolinamide 


Protirelin analogue 




neurodegeneration 


telomere modulators 


Jnspecified 


Telomere modulation 


neurodegeneration; 

atherosclerosis; 

arthritis 


NZ097 


Jnspecified 


TGF-b agonist 


brain ischemia; 
trauma; stroke; 
leurodegeneration 


Transforming growth 
factor beta; TGFbeta 


Unspecified 


TGF-b agonist 


jrain ischemia; 
trauma; stroke; 
leurodegeneration 


CEP 3265; CB 1093 . 

{ 
1 
( 

i 
) 

c 


5-[[l-(2-ethoxy-6- 

5thyl-6-hydroxy-l- 

Tiethyl-3- 

)ctynyl)octahydro- 

7a-methyl-4H-inden- 

— 

f^lidenejethylidene]- 

^-methylene-1,3- 

^yclohexanediol 


xanscription activator i 


leurodegeneration; 
Mzheimer disease 
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Table 26, Current Candidate Therapeutic Interventions for the Treatment of Anxiety 



Product Name 


Chemical Name 


Action 


Indication 


CGS 12066 


4-(4-methyI-l- 
piperazinyl)-7- 
(trifluoromethyl)pyrr 
olo[l ,2-alquinoxaIine 


5HT agonist 


anxiety 


umespirone; KC 
7218; KC 9172 


3-butyl-7-[4-[4-(2- 

methoxyphenyl)- 1 - 

piperazinyl]butyl]- 

9,9-dimethyl-3,7- 

diazabicyclo[3.3.1]no 

nane-2,4,6,84etrone 


5HT agonist 


anxiety 


CP 110330 


N,N-dmiethyl-5-[4- 
[(phenylamino)methy 
l]-2-thiazolyl]-lH. 
indole-3-ethanamine 


5HT agonist; 5HT1 
agonist 


migraine; anxiety; 
depression 


CP 119333 


N,N-dimethyl-5-[4- 
(phenylmethyl)-2- 
thiazoly Ij- 1 H-indole- 
3-ethananiine 


5HT agonist; 5HT1 
agonist 


migraine; anxiety; 
depression 


alnespirone; S 20499 


(+)-8-[4-[(3,4- 
dihydro-5 -methoxy- 
Zti- 1 -benzopyrano- 
yl)propylamino]butyl 
]-8- 

azaspiro[4.5]decane- 
7,9-di6ne 


5HT agonist; 5HT1A 
agonist 


anxiety 


EMD 67478 




5HT agonist; 5HT1A 
agonist 


anxiety 


F 12439 




5HT agonist; 5HT1A 

agonist 


depression; anxiety 


flesinoxan; DU 29373 


(+)-N-[2-[4-[2^. 
ainyaro-z- 

Tiydroxymethyl)- 1 ,4- 
ben2X)dioxin-5-yl]- 1- 
piperazinyl]ethyl]-4-^ 
luorobenzamide 


5HT agonist; 5HT1A 
agonist ' 


anxiety; depression 


gepirone; gepirone 
hydrochloride; MJ 
13805; BMY 13805; 
BMY 138051 


4,4-dimethyl-l-[4-[4- 
2-pyrimidinyl)-l- 
piperazinyljbutyl]- 
2,6-piperidinedione 


5HT agonist; 5HT1A 
agonist 


anxiety; depression 
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ipsapirone; BAY q 
7821; TVXq 7821 


p-[4-[4-(2. 

byrimidinyl)-!- 

piperazinyljbutyl]- 

1 ,2-benzisothiazol- 

3(2H)^)nel,I- 

dioxide 


5HT agonist; 5HT1A 
agonist 


depression; anxiety 


lesopitron; E 4424 


2-[4-[4-(4-chloro-lH- 
pyrazol- 1 -yl)butyl]- 1 - 
piperazinyljpyrimidin 
e dihydrochloride 


5HT agonist; 5HT1 A 
agonist 


anxiety 


LY 228729 


4-(dipropylamino)- 
1,3,4,5- 

tetrahydrobenz[cd]ind 
ole-6-carboxainide 


5HT agonist; 5HT1A 
agonist 


anxiety; depression 


MKC242 


(S)-N-r3-(l,3- 

benzodioxoI-5- 

yloxy)propyl]-2,3- 

dihydro-1,4- 

benzodioxin-2- 

methanamine, 

hydrochloride 


5HT aeonist- 5HT1 A 
agonist 




S 14506 


4-fluoro-N-[2-[4-(7- 
tnethoxy-l- 
naphthalenyl)-!- 
piperazinyll ethyllben 
zamide hydrochloride 


5HT agonist; 5HT1 A 
agonist 


anxiety 


S 14671 


N-[2-[4-(7-methoxy- 
l-naphthalenyl)-l- 
piperazmyl]ethyl]-2- 
thiophenecarboxamid 

e 


5HT agonist; 5HT1A 
agonist 


anxiety; depression 


SUN 8399 

• 


2,3,4,5-tetrahydro-4- 
(4-(4-(2- 

pyrimidinyl)piperazin 
-l-yl)butyl)-l,4- 
>en2K)xazepine-3,5- 
lione hydrochloride 


5HT agonist; 5HT1A 
agonist 


anxiety; emesis 


Tandospirone: 
metanopirone; SM 
3997; SEDIEL 

i 

i 


3aalfa,4beta,7beta,7aa 

fa-hexahydro-2-[4- i 

"4-(2-pyrimidinyl)- 1 - 

3iperazmyl]butyl]- 

t,7-methano-lH- 

soindole-l,3(2H)- 

lione 


5HT aeonist- 5HT1 A 
igonist 




U92016A 


t, 

c 


>HT agonist; 5HT1 A a 
Igonist 1 


inxiety; depression 
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U 93385; U93385E 


(3aR-cis)- 

2,3,3a,4,5,9b- 

hexahydro-3-propyl~ 

lH-benz[e]mdole-9- 

carboxamide 


5HT agonist; 5HT1A 
agonist 


anxiety; depression 


SL 870765 




5HT agonist; 5HT1 A 
agonist; 5HT 
antagonist; 5HT1D 
antagonist 


anxiety; depression 


adatanserin; 
adatanserin 
hydrochloride; WY 
50324; WAY SEB 
324; SEB 324 


N-[2-[4-(2- 
pyrimidinyl)-!- 
piperazinyl]ethyl]tric 
yclo[3.3,l,l(3,7)]deca 
ne- 1 -carboxamide 


5HT agonist; 5HT1A 
agonist; 5HT 
antagonist; 5HT2 
antagonist 


anxiety; depression 


FG 5865 


2-[4-[4,4-bis(4- 

fluorophenyl)butyl]- 

l-piperazinyl]-3- 

pyridinecarboxamide 
tnonohydrochloride 


5HT agonist; 5HT1A 
agonist; 5HT 
antagonist; 5HT2 
antagonist 


anxiety; depression 


FG 5893; FG 5974 


(2-[4-[4,4-bis(4- 
fluoiiophenyl)butyl]- 
l-pipera2inyl]-3- 
pyridinecarboxylic 
acid methyl ester) 


5HT agonist; 5HT1 A 
agonist; 5HT 
antagonist; 5HT2 
antagonist 


anxiety; depression 


S 213571; S 21357-1 


3-[2-[4-(4- 
fluorobenzoyl)-!- 
piperidinyl]ethyI]-6- 
:4.[4.(2. 

methoxypheny 1)- 1 - 
piperazinylj-butyl]- 
2(3H). 

benzothiazolone 
trihydrochloride 


5HT agonist; 5HT1A 
agonist; 5HT 
antagonist; 5HT2 
antagonist 


anxiety 


sunqDitrori; CP 
93393; CP 93393-1 


7S-trans)-l- 
pctahydro-2-{2- 
)yrimidinyl)-2H- 
3yrido[ 1 ,2-a]pyrazin- 
7-yl]methyl]-2,5- 
^yrrolidinedione 


5HT agonist; 5HT1A 
agonist; alpha 
adrenergic antagonist; 
ilpha2 adrenergic 
igonist 


depression; anxiety 


SB 236057 


2 


)HT agonist; 5HT1B 2 
Igonist 


inxiety 


LY 293284 

• 

] 
t 
c 


:r)-i-[4- ; 

dipropylamino)- £ 

i,3,4,5- 

etrahydrobenz[cd]ind 
>l-6-yl]ethanone 


)HT agonist; 5HT1D t 
Igonist 


inxiety 
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ICI 190622 


4-amino-l-(3- 

pentynyl)-N-2- 

propenyl-lH- 

pyrazoIo[3,4- 

b]pyridine-5- 

carboxamide 


5HT antagonism 


anxiety 


5HT1B antagonists 




5HT antagonist 


denres55ion" pnYipfv 


BMY 7378 


8-[2-[4-(2- 

methoxyphenyl)- 1 - 

piperazinyl]ethyl]-8- 

a2aspirol[4.5]decane- 

7,9-dione 

dihydrochloride 


5HT antagonist 


anxietv 


DU 123015 




5HT antagonist 


anxiety; depression 


DU 125530 




5HT antagonist 


denrp^^ioTi* jinvi^fv 
psychosis 


ICI 170809 


N^,2-trimethyl-l- 

[(3-phenyl-2- 

quinolinyl)thio]-2- 

propanamine 

monohydrochloride 


5HT antagonist 


anxiety 


RS 42358; RS 
42358197 


(S)-2-(l- 

azabicyclo[2.2.2]oct- 
b-yl)-2,4,5,6- 
tetrahydro-l-H- 
3en2[de]isoquinolin- 
-one 

monohydrochloride 


5HT antagonist 




seganserin; R 56413 


3-[2-[4-[bis(4- 

luorophenyl)methyle 

ne]-l- 

5iperidinyl]ethyl]-2- 
iiethyl-4H- 
3yrido[l,2- 
i]pyrimidin-4-bne 


5HT antagonist 




serazapine; CGS 
15040A ; 

i 
c 

£ 

r 


l,3,4,16b-tetrahydro- ! 

^methyl-2H,10H- 

ndolo[2,l- 

:]pyrazino[l,2- 

i][l ,4]benzodia2epine 

16-carboxylic acid 

nethyl ester 


5HT antagonist £ 


mxiety 
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5-HT antagonist; 
pindobind 


2-bromo.N-[4-[l-[[2- 
hydroxy-3-( 1 H-indol- 
4- 

yloxy)propyl]amino]- 
l-methylethyl]-l- 
methylcyclohexyl]ace 
tamide 


5HT antagonist; 
5HT1 A antagonist 


anxiety; depression 


Anxiolytic 


(S)-5,6,6a,7- 
tetrahydro-6,10- 
dimethyUH- 
dibenzo[de,g]quinolin 
-11 -ol 


5HT antagonist; 
5HT1A antagonist 


anxiety 


Binospirone; 
binospirone mesylate; 
MDL 73005EF 


8-[2-[[(2,3-dihydro- 
1 ,4-benzodioxan-2- 
yl)methyl]amino]ethy 
l]-8- 

azaspiro[4.5]decan- 
7,9-dione 


5HT antagonist; 
5HT1 A antagonist 


anxiety 


F 8910RS 




5HT antagonist; 
5HT1 A antagonist 


anxiety 


Robalzotan; NAD 
299 


(3R)-3. 

(dicyclobutylamino)- 

8-fluoro-3,4-dihydro- 

2H- 1 -benzopyran-5- 

carboxamide 

(2R,3R)-2,3- 

dihydroxybutanedioat 

e(l:l) 


5HT antagonist; 
5HT1 A antagonist 


anxiety; depression 


S 15535 


l-(2,3-dihydro-l,4- 
benzodioxin-5-yl)-4- 
(2,3-dihydro-lH- 
inden-2-yl)piperazine 


5HT:antagonist; 
5HT1 A antagonist 


anxiety; depression 


SDZ 216525; SDZ 
216-525 

. 


methyl 4.[4-[4-(l,l,3- 
trioxo-2H-l,2- 
benzisotliiazol-2- 
/l)butyl]-l- 
piperazinyl]-lH- 
Lndole-2-carboxylate 


5HT antagonist; 
5HT1 A antagonist 


anxiety 


UH301 

1 


:v)-7- 

'dipropylamino)-4- 
[luoro-5,6,7,8- 
,etrahydro-l- 
laphthalenol 


5HT antagonist; 
5HT1 A antagonist 


anxiety 
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WAY 100135 


N-(l,l- 

dimethylethyl)-4-(2- 

methoxyphenyl)- 

alpha-phenyl-1- 

piperazinepropanami 

de 


5HT antagonist; 
5HT1 A antagonist 


anxiety 


WAY 100635 


N-[2-r4-(2- 
methoxyphenyl)- 1 - 
pipera2myl]ethyI]-N- 
2- 

pyridinylcyclohexane 

carboxamide 

trihydrochloride 


SiTT antagonist* 
5HT1 A antagonist 




Buspirone 
hydrochloride; MJ 
40221; MJ 9022; 
BESPAR; BUSPAR; 
NORMATON; 
TUTRAN; NAROL; 
ANSffiNON; 
ANSITEN; 
TRANBUS; 
SIMPLESS 


8-[4-[4-(2- 

pyrimidinyl)-!- 

pipera2inyl]butyl]-8- 

azaspiro[4,5]decane- 

7,9-dione 

hydrochloride 


5HT antagonist; 
5HT1 A antagonist; 
dopamine agonist 


anxiety; depression; 
dermatitis 


drug delivery system, 
transdermal 
buspirone; buspirone 
transdermal 




5HT antagonist; 
5HT1A antagonist; 
dopamine agonist 


anxiety; depression; 
attention deficit 
disorder 


CR 1909 




5 HT antagonist; 
5HT2 antagonist 


anxiety 


Glemansoin; MDL 
11939 


>,-)-alpha-phenyl- 1 - 

;2-phenylethyl)-4- 

piperidinemethanol 


5HT antagonist; 
5HT2 antagonist 


anxiety 


ritanserin; R 55667 


6- [2-[4-[bis(4- 
fluorophenyl)methyle 
ae]piperidino]ediyi]- 

7- methyl-5H- 
lliiazolo[3,2- 
a]pyrimidin-5-one 


5HT antagonist; 
5HT2 antagonist 


addiction; anxiety; 
schizophrenia 


CGS 18102 


trans- 1 0-methoxy-4- 
propyl- 

l,3,4,4a,5,10b- 

[iexahydro-2H- 

[ 1 )benzopyrano(3,4- 

3)pyridine 


5HT antagonist; 
5HT2 antagonist; 
SHT agonist; 5HT1 A 
igonist 


mxiety 
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HT90B 


(->N-[2-[[(2,3- 
dihydro-S-methyl- 
1 ,4-benzodioxin-2- 
yl)methyl]amino]ethY 
l]tricyclo[3.3.hl3,7]d 
ecane- 1 -carboxamide 


5HT antagonist; 
5HT2 antagonist; 
5HT agonist; 5HT1A 
agonist 


anxiety; depression 


Amesergide; 
amerserzide; LY 
237733 


8beta-N-cyclohexyl- 
6-methyl-l-(l- 
methylethyl)ergoline- 
8-carboxamide 


5HT antagonist; 
SHT2 antagonist; 
5HT1C antagonist 


sexual dysfunction; 
depression; anxiety 


Deramciclane; EGIS 
3886; EGYT 3886 


(lR-exo)-N,N- 

dimethyl.2-[(l,7,7- 

trimethyl-2- 

phenylbicyclo[2.2.1]h 

ept-2-yl)oxy]- 

ethanamine 


5HT antagonist; 
5HT2 antagonist; 
5HT1C antagonist 


anxiety 


Ziprasidone; 
ziprasidone 
hydrochloride; CP 
88059; CP 880591; 
CP 8805901; 
ZELDOX 


5- r2-r4-f 1 2- 
ben2isothiazol-3-yl)- 
1 -piperazinyljethyl]- 

6- chloro- 1 ,3-dihydro- 
2H-indol-2-one 


SWT flntjuynnict* 

5HT2 antagonist; 
5HT1C antaponi<;t* 
dopamine antagonist; 
dopamine D2 
antagonist; 5HT1A 
agonist; 5HT agonist 


SkwrnzopnTenia, 
anxiety 


EGIS 8465 




5HT antagonist; 
5HT2C antagonist 


anxiety 


ORG 37415 




5HT antagonist; 
5HT2C antagonist 


depression; anxiety 


SB 200646A 


k-(l-inethyI-lH- 
indol-5-yl)-NK3^ 
pyridmyl)iirea 
monohydrochloride 


5HT antagonist; 
5HT2C antagonist 


anxiety 


SB 228357 


N-[3-fluoro-5-(3- 
pyridinyl)phenyl]- 
2,3-dihydro-5- 
methoxy-6- 
Wfluoromethy 1)- 1 H- 
mdole- 1 -carboxamide 


5HT antagonist; 
5HT2C antagonist 


anxiety; depression 


ADR 851 

( 
I 


[S)-4-ammo-5- 
:hloro-2,3-dihydro- ! 

jyrrolidinylmethyl)- 
7- 

senzofiirancarboxami 
ie 

nonohydrochloride | 


5HT antagonist; 
5HT3 antagonist 


uixiety; emesis 
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Antidq^ressant 




5HT antagonist; 
5HT3 antagonist 


depression; anxiety 


itasetron; DAU 6215; 
DAU6215CL; DA 
6215; U 98079; U 
98079A 


endo-2,3-dihydro-N- 

(8-methyl-8- 

azabicyclo[3.2. l]oct- 

3-yl>2-oxo-lH- 

benzimidazole-1- 

carboxamide 


5HT antagonist; 
5HT3 antagonist 


emesis; anxiety 


ricasetron; BRL 
46470; BRL 46470A 


endo-2,3-dihydro-3,3- 

dimethyl-N-(8- 

methyl-8- 

azabicyclo[3 .2. 1 ]oct- 

3-yl)-lH-indole-l- 

carboxamide 


5HT antagonist; 
5HT3 antagonist 


anxiety; 

schizophrenia; emesis 


tropisetron; ICS 
205930; NAVOBAN 


lH-indole-3- 
carboxylic acid endo- 
8-methyl-8- 
azabicyclo[3 .2. 1 ]oct- 
3-yl ester 


5HT antagonist; 
5HT3 antagonist 


emesis; anxiety 


VA21B7 


2-[(4-piperonyl)-l- 

piperazinyl]-3- 

indolecarboxaldehyde 


5HT antagonist; 
5HT3 antagonist 


anxiety 


WAY 100289; WY 
100289 


('endoVN-rrf8-aza-8- 
hiethylbicyclo[3,2, 1 ]o 
ctan-3- 

yl)ainmo]carbonyl]- 
2- 

cyclopropylmethoxy 
ibenzamide 


SWT* flntflOTinict* 

5HT3 antagonist 


anxieiy 


WAY 100579; SEC 
579 

( 
( 


endo- 1 -cyclohexy 1- 

l,4^dihydro-N-(8- 

methyl-S- 

azabicyclo[3.2.1]oct- 
3-yl)-4-oxo-3- 
iiuinolinecarboxamid 
3 (Z)-2-butenedioate 


5HT antapoTii^f* 
SHT3 antagonist 


uXUVlvi Y 


zacopride; zacopride ^ 
hydrochloride; ZAP; j 
AHR11190B;AHR : 
11 190; MD 78027 t 


t-amino-N-1- ! 
!zabicyclo[2.2.2]oct- ! 
J-yl-5-chloro-2- 
nethoxy-benzamide 


5HT antagonist; i 
>HT3 antagonist 


mxiety; emesis 
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zatosetron; LY 
277359 


endo-5-chloro-2,3- 
dihydro-2,2 -dimethyl 
N-(8-methyl-8- 
azabicyclo[3.2. l]oct- 
3-yl)-7- 

benzofiirancarboxami 
de 


5HT antagonist; 
"5HT3 antagonist 


WllbOiOy CUlAldV 


SB 204070 


8-amino-7-chloro- 
2,3-dihydro-l,4- 
ben2odioxin-5- 
carboxy lie acid (l- 
butyl-4- 

piperidinyl)methyl 
ester 


5HT antagonist; 
5HT4 antagonist 


anYiPtv" irritflHlp 

bowel syndrome 


SC 56184 




5HT antagonist; 
5HT4 antagonist 


anxietv 


rHEJL3;JL3 


10-(4-methyH- 

piperazinyl> 

pyrido[4,3- 

^][ 1 ,4]benzothiazepm 

e 


5HT antagonist; 
dopamine antagonist 


anxiety; depression 


fluvoxamine; 

fluvoxamine maleate; 

DU 23000; MK 264; 

SME3110; 

FEVARIN; 

FLOXYFRAL; 

LUVOX; 

DUMYROX; 

DUMIROX; 

FLAVOXYL; 

FAVERIN; 

DEPROMEL 


5-methoxy-l-[4- 
(trifluoromethyl)phen 
yl]-l-pentanone(E)- 
0-(2- 

aniinoethyl)oxime 


5HT reuptake 
inhibitor 


depression; anxiety; 
obsessive compulsive 
disorder 


paroxetine 
hydrochloride; PR 
7051; BRL 29060; 
BRL 29060A; SI 
211103; SEROXAT; i 
AROPAX; PAXIL; 
TAGONIS; 
FROSINOR; 
DEROXAT; 
SEREUPIN; 
MOTIVAN 


[3S-trans)-3-[(l,3- 

3enzodioxol-5- 

/loxy)methyl]-4-(4- 

luorophenyl)piper 

dine 


5HT reuptake 
nhibitor 


epression; obsessive 
x)mpulsive disorder; 
fflxiety 



SanDiego-144144.1 



Page 2012 



wo 00/50639 



PCT/USOO/01392 



satrahne; CP 51974; 
CP 519741; CP 
5197401; LUSTRAL; 
ZOLOFT; 

ALTRULME; 
lATIG; GLADEM 


(lS-cis)-4-(3,4- 
dichlorophenyl)- 
1 ,2,3,4-tetrahydro-N- 
methyl-l-naphthal 
eneamine 


5HT reuptake 
inhibitor 


depression; obsessive 
compulsive disorder; 
anxiety; sexual 
dysfunction; obesity 


venlafaxine; WY 
45030; EFFEXOR; 
EFEXOR; EFFEXOR 
XR; EFFEXOR XL 


(+,-)-l-[2- 
(dimethylamino)- 1 - 
(4- 

methoxyphenyl)ethyi; 
cyclohexanol 


5HT reuptake 
inhibitor; 

noradrenalin reuptake 
inhibitor; dopamine 
reuptake inhibitor 


depression; anxiety 


ST 1112 


2-acetonyl-5-(4- 

niethoxyphenyl)-3- 

oxo-l,2,4-tria2ine 


5HT1/5HT2 ligand 


anxiety 


L 0068; F 11440 


4-methyl-2-[4-[4-(2- 

pyrimidinyl)-!- 

piperazinyl]butyl]- 

l,2,4-tria2ine- 

3,5(2H,4H)-dione 


5HT1 A agonist; 5HT 
agonist 


anxiety; depression 


OPC 14523 


l-[3-r4-(3- 

chlorophenyl)-!- 

piperazinyljpropyl]- 

3,4-dihydro-5- 

methoxy-2(lH)- 

quinolinone 


5HT1 A agonist; 
sigma agonist; 5HT 
agonist 


obsessive compulsive 
disorder 


F 92502CN 


Unspecified 


5HT1 A ligand 


anxiety 


EGIS 9933 


2-(2-[N-(3- 

trifluoromethyl- 

benzyl)-N- 

piperazinyl]ethyl)mer 

capto-4,6-diamino-5- 

;2-methoxy'benzyl)- 

pyrimidine 

lydrochloride 


5HT2C antagonist; 
5HT antagonist 


anxiety 


SB 243213 

1 
1 
I 
1 

1 


2,3-dihydro-5- 

Tiethyl-N-[(6-[(2- 

Tiethyl-3- 

3yridinyl)oxy]-3- 

)yridinyl]-6- 

trifluoromethy 1)- 1 H- 

ndole- 1 -carboxamide 


5HT2C antagonist; 
5HT antagonist 


depression; anxiety 
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zalospirone; WY 
47846 


(3aalfa,4beta,4aalfa,6 

aalfa,7beta,7aalfa)- 

3a.4.4a,6a.7 7a- 

hexahydro-2-[4-[4-(2- 

pyrimidinyl)-!- 

piperazinyl]butyl]- 

4,7-etheno-lH- 

cvclobutrflisoindole- 

l,3(2H)-<iione 


5HT3 antagonist 


anxiety; depression 


ceronapril; ceranapril; 
SQ 29852 


(S)-l-[6-amino-2- 
[[hydroxy(4- 

phenylbutyl)phospiny 

l]oxy]-l-oxohexyl]- 

L-proline 


ACE inhibitor 


cognitive defect; 
hypertension; anxiety 


drug delivery system, 
adenosine; adenosine 
drug delivery system; 
adenosine prodrug 


adenosine 5'-(l,4- 
dihydrotrigonellinate) 
-2' 3'-0-bis-benzoate 


adenosine agonist 


anxiety; depression 


atipamezole; MPV 
1248; ANTISEDAN 


4-(2-ethyl-2,3- 

dihydro-lH-inden-2- 

yl)-lH-iinidazole 


alpha adrenergic 
antagonist; alpha2 
adrenergic antagonist 


sexual dysfunction; 
alcoholism; 
depression; 
nypoiension, 
diabetes; anxiety 


SNAP 5114 


l-[2-[tris(4- 

me thox vohenvHrn eth 
oxy]ethyl]-3- 
piperidinecarboxylic 
acid 


amine uptake 

llllU. lil WI i 


epilepsy; anxiety; 
insonuiia 


gabapentin; CI 945; 
GO 3450; GOE 2450; 
NEURONTIN 


1- 

;aminomethyl)cycloh 

exaneacetic acid 


analgesic 


epilepsy; anxiety; 
pain; neuropathy; 
psychosis; depression 


losartan; losartan 

potassium; DUP 753; 

MK 954; DUP 89; E 

3340;AVASTAR; 

COZAAR; 

LOORTAN; 

NULOTAN 


2-butvl-4-chloro-l - 
[2*-(lH-tetrazol-5- 
yI)[l,r-biphenyl]-4- 
yl]methyl] -IH- 
iinidazole-5-methanol 


snointPTiciti TT 
antagonist 


ij^ertension; anxiety; 
myocardial infarction 


AIT 084 




antispasmodic 


anxiety 


alpidem; SL 

80034200; 

ANA>DCYL 


5-chloro-2-(4- 

:hlorophenyl)-N,N- 
lipropy limidazo[ 1 ,2- 
i]pyridine-3- 
icetamide 
imidazopyridine) 


Anxiolytic activity 

ivith unspecified 
nechanism of action 


anxiety 
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Anxiolytic 


Ketoisoxalidine 
derivative 


Anxiolytic activity 
with unspecified 
mechanism of action 


anxiety 


AP521 


Unspecified 


Anxiolytic activity 
with unspecified 
mechanism of action 


anxiety 


BMS 181100 


alpha-(4- 

fluorophenyl)-4-(5- 
fluoro-2- 
pyrimidinyl)-l- 
piperazine-butanol 


Anxiolytic activity 
with unspecified 
mechanism of action 


anxiety 


BMS 184111 


Unspecified 


Anxiolytic activity 
with unspecified 
mechanism of action 


Anxiety 


CEB 1128 


Unspecified 


Anxiolytic activity 
with unspecified 
mechanism of action 


anxiety 


CEB 1342 


Unspecified 


Anxiolytic activity 
with unspecified 
mechanism of action 


anxiety 


CEB 1459 


Unspecified 


Anxiolytic activity 
with unspecified 
mechanism of action 


anxiety 


CGS 13767 


Unspecified 


Anxiolytic activity 
with unspecified 
mechanism of action 


anxiety 


CL 870704 


Unspecified 


Anxiolytic activity 
with unspecified 
mechanism of action 


anxiety 


CNS3 


Unspecified 


Anxiolytic activity 
with unspecified 
mechanism of action 


anxiety 


Co 2-6749; Co 26749 


Synthetic epalons 

■ 


Anxiolytic activity 
with unspecified 
mechanism of action 


anxiety 


transmucosal 
etomidate 


Etomidate derivative 


Anxiolytic activity 
with unspecified 
mechanism of action 


anxiety 


transdermal 
buspirone; 


Buspirone 


Anxiolytic activity 
kvith unspecified 
mechanism of action 


anxiety 


dulozafone; 
dicozafone; F 1933 


2-[bis(2- 

iydroxyethyl)amino]- 
Sr-[4-chloro-2- i 
;chlorobenzoyl)pheny 
]-N-methylacetamide 


Anxiolytic activity i 
ivith unspecified 
nechanism of action 


mxiety 
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enciprazine; D 13112 
WY 48624 


;(+,-)-4-(2- 
methoxyphenyl)- 
aIpha-[(3A5- 
trimethoxyphenoxy) 
methyl]- 1- 
piperazineethanol 


Anxiolytic activity 
with unspecified 
mechanism of action 


anxiety 


etizolam; Y7131; 
DEPAS; PASADEN 


4-(2-chlorophenyl)-2- 

ethyl-9-methyl-6H- 

thieno[3^- 

f][l,2,4]triazoIo[4,3- 

airi>41diazepine 


Anxiolytic activity 
with unspecified 
mechanism of action 


anxiety 


F2692 


3-amino-6-methyl-l - 
[3- 

(trifluoromethyl)phen 

yl]-4(lH)- 

pyridazinone 


Anxiolytic activity 
with unspecified 
mechanism of action 


anxiety 


tnexidol 


2-ethyl.6-methyl-3- 

hydroxypyridine 

succinate 


Anxiolytic activity 
with unspecified 
mechanism of action 


anxiety; cognitive 
defect 


rilapine 


(Z)-2-chloro-10-(4- 

methyl-l- 

piperazinyl)-5H- 

dibenzo[a,d]cyclohept 

ene-delta5,alfa- 

acetonitrile 


Anxiolytic activity 
with unspecified 
mechanism of action 


anxiety 


SC 48274; BTG 1501 


3-[3- 

(dimethylamino)prop 

yl]^3~(3- 

aiethoxyphenyl)-4,4- 
dimethyl-2,6- 
piperidinedione 
lydrochloride 


Anxiolytic activity 
with imspecified 
mechanism of action 


anxietv 


sultopride; sultopride 
hydrochloride; LEST 
1418; DAN 2163; 
BARNEHL 


Nr-[(l-ethyl-2- 
pyrrolidmyl)methyl]- 
5-(ethylsulfonyl)-2- 
methoxybenzamide 


Anxiolytic activity 
with unspecified 
mechanism of action 


anxiety 


suriclone;RP 31264; 
RP006; SURIL 

c 

c 
c 
c 


1-methyH- 

jiperazinecaiboxylic \ 

icid ester with 6-(7- i 

:hloro-l,8- 

iaphthyridin-2-yl)- 

i,3,6,7-tetrahydro-7- 

)xy-5H-lA 

Hthiino[2,3- 

:]pyyrrol-5-yl 


Anxiolytic activity j 
ivith unspecified 
Tiechanism of action 


anxiety 
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rAS401 


Unspecified 


Anxiolytic activity 
with unspecified 
mechanism of action 


anxiety 


NNC 138119 


3-(5-cyclopropyl- 

1 ,2,4-oxadiazol-3-yl)- 

5,6-dihydro-5- 

mcthyl-6-oxo-4H- 

imidazo(l,5-a)(l,4) 

benzodiazepine 


Benzodiazepine 


epilepsy; anxiety 


AD 8152 




benzodiazepine 


anxiety 


adinazolam; 
adinazolam mesylate; 
adinazolam mesilate; 
U41123F;U41123; 
DERACYN 


8-chloro.N,N- 

dimethyI-6-phenyI- 

4H- 

(l,2,4)triazolo(4,3- 
a)( 1 ,4)benzodiazepine 
-1-methanamine 


benzodiazepine 


anxiety; depression 


AHR 14749 


5-chIoro.N.N- 

dimethyl-2-(4- 

methylphenyl)-3H- 

imidazo[4,5- 

b]pyridine-3- 

acetamide 


benzodiazepine 


anxiety 


CGS 20625 


5,6,7,8,9,10- 

hexahydro-2-(4- 

methoxyphenyl)- 

cyclohepta[b]pyrazol 

o[3,4-d]pyridin- . 

3(2H)-one 


benzodiazepine 


anxiety 


clobazam; HR 376; H 

4723; LM 2717; NH 

15;FRISIUM; 

CLIDIZAN; 

GRIFOCLOBAM; 

URBADAM; 

FRISIN; URBANYL; 

URBANBL; 

MYSTAN 


7-chloro- l-methyl-5- 
phenyl-lH-1,5- 
3enzodiazepine-2,4- 
[3H,5H)-dione 


benzodiazepine 


anxiety; epilepsy 


drug delivery system, 

Intranasal 

benzodiazepines; 

benzodiazepine 

intranasal delivery 

system 




benzodiazepine 


anxiety; insomnia 
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drug delivery system, 

transdermal 

alprazolam; 

alprazolam 

transdermal 




benzodiazepine 


anxiety 


drug delivery system, 

transdermal 

alprazolam; 

alprazolam 

transdermal 




benzodiazepine 


anxiety 


EGIS 5278 


3 -amino-4-ethy Ithio- 

7-chloro-quinolone 

hydrochloride 


benzodiazepine 


anxiety 


EGIS 8858 


5.[2-(4- 

fluorophenyl)ethenyl] 

-8-methyl-9H-l,3- 

dioxolo[4,5- 

y[2,3]benzodiazepin 

e 


benzodiazq}ine 


anxiety 


girisopam; EGIS 
5810;GYKI51189 


1 -(m-chloropheny 1)- 
7,8-dimethoxy-4- 
methyl-5H-2,3- 
benzodiazepine 


benzodiazepine 


anxiety 


midazolam; Ro 
213981/001; Ro 
213981/003; 
HYPNOVEL; . 
VERSED; 
DORMICUM 


8-chloro-6-(2- 

fluorophenyl)-l- 

methyMH- 

imidazo[l,5- 

a|[ 1 ,4]b(enzodiazepine 


benzodiazq>ine 


anxiety; epilepsy 


nerisopam; EGIS 
6775; GYKI 52232 

■ 


4-(7,8-dimethoxy-4- 
methyl-5H-2,3- 
benzodiazepin- 1 -yl)- 
3»izenaniine 


benzodiazepine 


anxiety 


panadiplon; U 78875; 
FG 10571 


3-(5-cyclopropyl- 
1 ,2,4-oxadiazol-3-yl)- 
5-(l-methyIethyl)- 
Lmidazo[l,5a]- 
luinoxalin-4(5H)-one 


benzodiazepine 


anxiety 


RU 32759 


6-ethyl-5-methyl-7- 
'methylthio)imidazo[ 
,2-a]pyrimidin-2- 
41phenylmethanone 


benzodiazepine 


mxiety 
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tofisopam; EGYT 
341; MER 19; MER 
1961;GRANDAXIN 
SERBEL; ISOTAN 


l-(3,4. 

dimethoxyphenyl)-5- 
; ethyl-7,8-dimethoxy- 
4-methyl-5H-2,3- 
benzodiazepine 


benzodiazepine 


anxiety; skin disease 


abecamil; ZK 
112119; FG 7516; 
NNC 157516; SH 
524; LADOTEC 


4-(methoxymethyl)- 

6-(phenyImethoxy)- 

9H-pyrido[3,4- 

b]indole-3-carboxylic 

acid, 1-methylethyl 

ester 


benzodiazepine 
partial agonist 


anxiety 


FG8119 


3-(5-cyclopropyl- 

1 ,2,4-oxadiazoI-3-yl)- 

4,5-dihydro-5- 

methyI-6H- 

imidazo[l,5- 

a][ 1 ,4]benzodiazepin- 

6-one 


benzodiazepine 
partial agonist 


anxiety 


FG 8205; L 663581 


7-chloro-4,5-dihydro- 

5- methyl-3-[5-(l- 
methylethyl)4,2,4-. 
oxadiazol-3-yl]-6H- 
imidazo[I,S- 

^][ 1 ,4]ben2odiazepin- 

6- one 


benzodiazepine 
partial agonist 


epilepsy; anxiety 


raD7569 : 




benzodiazepine 
partial agonist 


anxiety . 


imidazenil; FGIN 
2073; FiD 02023; Ro 
231412 


6-(2-bromophenyl)-8- 

fluoro-4iB- 

imidazol[l,5- 

a][ 1 ,4]benzodiazepine 

-3-cari)oxamide 


benzodiazepine 
partial agonist 


anxiety 


Ro 198022 


R)-l-((10-chIoro-4- 
3xo-3-phenyMH- | 
3enzo(a)quinoli2in- 1 - 
/l)carbonyI)-2- 
jyrrolidine-methanol 


benzodiazepine 
bartial agonist 


mxiety 


saripidem; SL 850274 

c 
t 


^-[[2-(4- I 

;hlorDphenyl)imidazo 

l^-a]pyridin-3- 

d]methyl]-N- 

nethylbutyramide 


benzodiazepine e 
}artial agonist 


inxiety 
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Y 23684 


2-(4-chlorophenyl)- 

5,6-dihydro- 

[1 ]ben2X)thiepmo[5,4- 

c]pyridazin-3(2H)- 

one 7-oxide 


benzodiazepine 
partial agonist 


anxiety 


5HT4 human 
aeurorecqitor; 
neurorecq)tor, 5HT4 




biotechnology 


irritable bowel 
syndrome; cognitive 
defect; anxiety; 
arrhythmia; stroke; 
urinary incontinence; 
migraine; research 
tool 


Cholecystokinin B 
antagonist 




cholecystokinin 
antagonist; 
cholecystokinin B 
antagonist 


schizophrenia; 
anxiety 


CR2622 


[R-(R*,S*)]-4-[[5.(8- 

azaspiro[4.5]dec-8- 

yl)-4-[(3,5- 

dichlorobeiizoyl)aniin 

o]-l,5- 

dioxopentyljainino]- 
5-(l- 

naphthalenylamino)- 
5-oxo-pentanoic acid 


cholecystokinin 
antagonist; 
cholecystokinin B 
antagonist 


anxiety 


GV 150013 


(R^N-phenyl-NT- 
2,3,4,5-tetrahydro- 

2.4- dioxo- 1 -phenyl-5- 
(tricyclo[3.3.1.13,7]d 
ec-l-.ylmethyl)-lH- 

1 .5- benzodiazepin-3- 
yl]urea 


cholecystokinin 
antagonist; 
cholecystokinin B 
antagonist 


anxiety 


LY 288513 


■ 


cholecystokinin 
antagonist; 
cholecystokinin B 
antagonist 


schizophrenia; 
anxiety 


CR2345 

( 

c 
I 


azaspiro[4.5]dec-8- 
/lcarbonyl)-4-(4- 
nethyl-l- 
3iperazmyl)-4- 
5xobutyl]-3,5- 
ichlorobenzamide 
nonohydrochloride 


[cholecystokinin 
antagonist; 
cholecystokinin B 
intagonist; gastrin 
intagonist 


anxiety; 

gastrointestinal ulcer; 
bacterial infection 
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CR 2945 




cholecystokinin 
antagonist; 
cholecystokinin B 
antagonist; gastrin 
antagonist 


gastrointestinal ulcer, 
anxiety 


L 740093 


(R)-N-[5-(3. 

azabicyclo[3.2.2]nona 

n-3-yl)-2,3-dihydro- 

l-methyl-2-oxo-lH- 

1 ,4-benzodiazepin-3- 

ylJ-NP-CS- 

methylphenyl)urea 

monohydrochloride 


cholecystokinin B 
antagonist; 
cholecystokinin 
antagonist 


anxiety 


PD 134308; CI 988 


[R-(R*,R*)]-4-[[2- 
[[3-(lH-indol-3-yl>2- 
methyl- 1-0X0-2- 
[[(tricyclo[3.3 . 1 . 1 sup 
3,7]dec-2- 

yloxy)carbonyl]amin 
o]propyl]amino]- 1 - 
phenylethyl]amino]" 
4-oxobutanoic acid 
compound with 1- 
deoxy-1- 

(methylamino)-D- 
glucitoI(l:l) 


cholecystokinin B 
antagonist; 
cholecystokinin 
antagonist 


anxiety 


PD 135158 

• 

1 


[IS- 

[lalfa,2beta[S*(S*)], 

4alfa]]-4-[[2-[[3-(lH- 

indol-3-yl)-2-methyl- 

l-oxo-2-[[[(l,7,7- 

trimethylbicyclo[2.2. 

l]hept-2- 

/l)oxy]carbonyl]amin 
3]propyI]ainino]-l - 
?henylethyl]amino]- 
t-oxobutanoic acid 
^mpd with 
iieglumine(l:l) 


cholecystokinin B 
antagonist; 
cholecystokinin 
antagonist 


anxiety 
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PD 145942 


[2.[(hexahydro-lH- 

azepin- 1 -yl)amino]-l - 

(lH-indol-3- 

ylmethyO-l-methyl- 

2-oxoethyl]carbamic 

acid 

tricyclo[3.3.1.13,7]de 
c-2-yl ester 


choiecystokinin B 
antagonist; 
choiecystokinin 
antagonist 


anxiety 


AXC2219 




CRF antagonist 


depression; anxiety 


AXC4007 




CRF antagonist 


depression; anxiety 


CRAIOOO 


INDEX NAME NOT 
YET ASSIGNED 


CRF antagonist 


depression; anxiety 


CRA 1001 




CRF antagonist 


depression; anxiety 


CRF antagonist 




CRF antagonist 


depression; anxiety 


CRF antagonists 




CRF antagonist 


depression; anxiety 


CRF2 antagonists 




CRF antagonist 


depression; anxiety 


NBI 27914 


5-chloro-N- 

(cyclopropylmethyl)- 

2-methyl-N-propyl- 

N'-(2,4,6-trichl 

orophenyl)-4,6- 

pyrimidinediamine 


CRF antagonist 


anxiety 


NBI 30545 


3-(2,4. 

dimethoxyphenyl)-N- 
(2-methoxyethyl)-2,5- 
dimethyl-N--" 
propy Ipyrazolo[ 1 ,5 - 
alpyriniidiri-^7-aniine 


CRF antagonist 


anxiety; depression 


NBI 30775; R 121919 




CRF antagonist 


anxiety; depression; 
addiction 


NGD 981; NGD 98-1 




CRF antagonist 


depression; anxiety 


PD 171729 


butyl-[3[(2,4- 

dichloro-phenyl)-2,5- 

dimethyl- 

pyrazolo(l,5- 

a)pyriniidin-7-yl]- 

ethyl-amine 


CRF antagonist 


anxiety; depression 


corticotropin 
releasing factor 
analogue 


Unspecified 


CRF ligand 


uixiety; depression 
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DMP695 


N-(2-chloro-4,6- 

dimethylphenyl)- 1 - 

[2-inethoxy-l- 

(methoxymethyl)ethy 

l]-6-methyl-lH-l,2,3- 

triazolo[4,5- 

c]pyridin-4-amine 

monomethanesulfonat 

e 


CRH antagonist 


anxiety; depression 


SA627 


N-(2-bromo-4,6- 

dimethoxyphenyl)-N- 

ethyl-4-methyl-6-(4- 

moipholinyl)-l,3,5- 

tnazin-2-amine 


CRH antagonist 


depression; anxiety 


SC 241 




CRH antagonist 


anxiety; depression 


RP 60503 


4- 

(acetylamino)butanoi 
0 acid 2-(7-chloro- 
1 ,8-naphthyridin-2- 
yl)-2,3-dihydro-3- 
oxo- 1 H-isoindol-l-yl 
ester 


Cyclic GMP 
modulation 


anxiety 


CCD 2034 




GABA agonist 


anxiety 


GABA agonist, XR 
368 series 


(2aR*.5aR,7E,llE,14 

aSM4bS*,14cS*> 

2a,5a,6,9,10,13,14,14 

a, 1 4b, 14c-decahydro- 

4-hydroxy-5a,9,9,12- 

tetramethyl-1,5.- 

dioxacyclopenta[cd]c 

ycloimdec[fl inden- 

3(2H)-one 


GABA agonist 


anxiety; epilepsy 


RWJ 38293 


l,2,3,5-tctrahydro-3- 

oxo-N-4- 

pyridinylpyrido[l,2- 

a]benzimidazole-4- 

jarboxamide 


GABA agonist 


anxiety 


U 91571 

( 


3-(5-cyclopropyl- 
1 ,2,4-oxa(Ua2ol-3-yl)- 

Nr,N- 

limethyIiinidazo[l ,5- 
i]quinoxaline-5(4H)- 
:arboxainide 


GABA antagonist 


anxiety 


U 94625 


( 


3AB A antagonist i 


inxiety 
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ocinaplon; CL 
273547 


2-pyridinyI[7-(4- 
pyridinyl)pyrazolo[ 1 , 
5-a]pyrimidin-3-yl] 
methanone 


GAB A modulation 


anxiety 


pazinaclone; DN 
2327; A 77000 


8-[[2-(7-chloro-l,8- 

naphthyridin-2-yl)- 

2,3-dihydro-3-oxo- 

lH-isoindol-1- 

yljacetyl]- 1 ,4-dioxa- 

8-azaspiror4.51decane 


GAB A modulation 


anxiety 


Anxiolytics 




GAB A modulator 


anxiety 


AWD131138; AWD 
131-138 


1 -(4-chlorophenyl)- 
l,5-dihydro-4-(4- 
morpholinyl)-2H- 
iniidazol-2-on e 


GAB A modulator 


epilepsy; anxiety 


NGD 91 1; CP 409092 




GAB A modulator 


anxiety 


NGD 912; NGD 91-2 




GABA modulator 


anxiety 


NGD 913; NGD 91-3 




GAB A modulator 


anxiety 


NS2552 




GABA modulator 


anxiety; epilepsy 


NS 2608 




GABA modulator 


epilepsy; anxiety 


NS 2710; ME 3127 




GABA modulator 


anxiety 


pagoclone; IP 456; 
RP 62955; (+)-RP 
59037 


(+)-2-(7-chloro-l,8. 
naphthyridin-2-yl)- 
2,3-dihydro-3-(5- 
methyl-2-oxohexyI)- 
1 H-isoindol- 1 -one 


GAB A modulator 


anxiety 


RWJ 53050 




GABA partial agonist 


anxiety 


U 101017; PNU 
101017 


cis-7-chIoro-5-[(3,5- 

dimethyl-1- 

piperazinyl)carbonyl] 

imida2o[l,5- 

a]quinoline-3- 

saAoxylic acid 1,1- 

limethylethyl ester 


GABA partial agonist 


anxiety 


RP 59037 

1 
I 


2-(7-chloro-l,8- 
iaphthyridin-2-yl)- s 
2,3-dihydro-3-(5- 
nethyl-2-oxohexyl)- 
IH-isoindol-l-one 


GABA partial 
igonist; 

3enzodiazq)ine 
martial agonist 


inxiety 


SNAP 5258 


Jzispecified ( 


3AT1 transporter t 

i 


^ilepsy; anxiety; 
nsomnia 


SNAP 5294 I 


JnspecijSed ( 


3AT2 transporter e 
i 


spilepsy; anxiety; 
nsomnia 
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ACPC; cycloleucine; 
cycloleucin; NSC 
1026; WR 14997 


1- 

aminocyclopentaneca 
rboxylic acid 


glutamate antagonist; 
NMDA antagonist 


coronary artery 

disease; anxiety; 
depression; stroke; 
epilepsy; addiction 


HA 966 


3-amino- 1 -hydroxy- 
2-pyrrolidone 


glutamate antagonist; 
NMDA antagonist 


anxiety 


LY 354740 


( 1 alpha,2beta,5 alpha, 
6alpha)-2-Amino- 
bicyclo[3. 1 .0]hexane- 
2,6-dicarboxylic acid 


glutamate release 
inhibitor 


anxiety; nicotine 
withdrawal 


hBGTl transporter 
modulator 


Unspecified 


HBGTl transporter 
modulator 


epilepsy; anxiety; 
insomnia 


GT5140 




histamine agonist; 
histamine H3 agonist 


insomnia; anxiety 


Methylhistamine, R- 
alpha; BP 2.94 




histamine agonist; 
histamine H3 agonist 


asthma; anxiety; 
gastrointestinal ulcer 


SCH 49648 


(2S-trans)-4-(2- 
tnethyl-3- 
pyTTolidinyl)-lH- 
imidazole 


histamine agonist; 
histamine H3 agonist 


asthma; anxiety; 
gastrointestinal ulcer 


SCH 50971 


(3R-trans>4-(4- 
methyl-3- 
pyiTolidinyl)-lH- 
imidazole 


histamine agonist; 
histamine H3 agonist 


asthma; anxiety; 
gastrointestinal ulcer 


CNS disorder 
modifiers 


Unspecified 


Ion channel 
modification 


anxiety; 

schizophrenia; 

depression 


Befloxatone; MD 
370503 


(R)-5- 

(niethoxymethyl)-3- 

(p-((RK4,4- 

trifluoro-3- 

iydroxybutoxy)pheny 

)-2-oxazolidinone 


MAO:A inhibitor; 
VIAO inhibitor . 


depression; anxiety; 
nicotine withdrawal 


BW 1370U87 


l-ethylphenoxathiin 
10,10-dioxide 


MAO A inhibitor; 
MAO inhibitor 


depression; anxiety 


Co 6-0549; Co 60549 




aeuroactive steroid 


mxiety 


MEN 10376 




aeuroldnin 
antagonist; 
jronchodilator; 
leuroldnin 2 
mtagonist 


asthma; anxiety 


CGP 60829 


I 

1 

£ 


leurokinin i 
mtagonist; 
leurokinin 1 
mtagonist 


uixiety 
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GR 100679 


N- 

(cyclohexylcarbonyr i 

glycyl-L-alanyl-D- 

tryptophyl-N,N- 

dimethyl-L- 

phenylalaninamide 


neurokinin 
antagonist; 
neurokinin 2 
antagonist 


anxiety 


MEN 10207 




neurokinin 
antagonist; 
neurokinin 2 
antagonist 


anxiety 


osanetant; SR 142801 


(R)-N-[l-[3-[l- 

benzoyl-3-(3,4- 

dichlorophenyl)-3- 

piperidinyl]propyl-4- 

phenyl-4- 

piperidinylJ-N- 

methylacetamide 

monohydrochloride 


neurokinin 
antagonist; 
neurokinin 3 
antagonist 


schizophrenia; 
anxiety 


Neuropeptide Y 
antagonists 




neuropeptide Y 
antagonist; analgesic 


obesity; 
cardiovascular 
disease; anxiety; pain 


MDL 105519 


(E)-3-(2-carboxy-2- 
phenylethenyl)-4,6- 
dichloro- 1 H-indole-2- 
carboxylic acid 


NMD A antagonist; 
glutamate antagonist 


anxiety; epilepsy 


oxytocin antagonist 


. 


oxytocin antagonist; 
diuretic 


anxiety; depression; 
obsessive compulsive 
disorder; epilepsy; 
heart failure 


SNAP 1156 




peptide 


anxiety; hypertension; 
obesity; addiction 


LU 28179 


l'-[4-[l-(4- 

fluorophenyl)-lH- 

indol-3- 

yl]butyl]spiro[isobenz 

>furan-l(3H),4'- 

piperidine] 


Sigma ligand 


anxiety 


CGP 49823 

( 
( 
( 

f 


;2R-trans)-l-(3,5> 

iimethylben2oyl)-2- 

phenylmethyl)-N-(4- 

luinolinylmethyl)-4- 

)iperidinaniine 


substance P 
mtagonist 


uixiety; asthma 


MK869 


s 

2 


iubstance P c 
mtagonist s 


iepression; anxiety; 
;chizophFenia; emesis 
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vasopressin 
antagonist 




vasopressin 
antagonist; diuretic 


anxiety; depression; 
obsessive compulsive 
disorder; q)ilepsy; 
heart failure 



Table 27. Current Candidate Therapeutic Interventions for the Treatment of Dementia 



Product Name 


Chemical Name 


Action 


Indication 


CT> <'7'7/l/C. CD 

57746A 


1 ,2,3,0-tetrahydro- 1 - 
[2-(l- 

naphthalenyl)ethyl]- 
4.[3. 

(trifluoromethyl)phen 
yl]pyridine 


5HT agonist; 5HT1A 
agonist; growth factor 
modulator 


Alzheimer disease; 
neuropathy 


AP159 


N-cyclohexyH,2,3,4- 
tetrahydro- 

[ l]benzothieno[2,3c]p 
yridine-3- 
carboxamide 
monohydrochloride 


5HT antagonist; 
5HT1 A antagonist 


cognitive defect 


SL 880338 




5HT antagonist; 
5HT1 A antagonist 


cognitive defect 


GYKI 46903 


(lR-endo)-6-(4- 
fluorophenyl)- 1 - 
azabicyclo[3.3.1]non- 
6-en-4-ol propanoate 
hydrochloride 


5HT antagonist; 
5HT3 antagonist 


cognitive defect 


Ondansetron; GR " 
38032; GR 38032F; 
SN 307; ZOFRAN; 
ZOPHREN; 
ZOFRON 


l,2,3,9-tetrahydro-9- 
iTiethvl-3 -rr2-methvl- 
H-imidazol-l- 
yl)methyl]-4H- 
carbazoI-4-one 


5HT antagonist; 

^12. J. J CUlUlgUIlloL 


emesis; cognitive 
defect 


FG7080 


trans-(-)-4-(4- 

fluorophenyl)-3'[(4- 

niethoxyphenoxy)met 

lyljpiperidine 

hydrochloride 


5HT reuptake 
inhibitor 


cognitive defect 


Fluoxetine, (R)-; (R)- 
fluoxetine 

1 


[R)-N-methyl- 

ganima-[4- 

^trifluoromethyl)phen 

3xy]ben2enepropana 

nine 


5HT reuptake 
inhibitor 


migraine; cognitive 
iefect; depression 



San Diego-144144.1 



Page 2027 



wo 00/50639 



PCTAJSOO/01392 



Indeloxazine; 
ideloxazine; YM 
08054; CI 874; 
ELEN; NOIN 


(+,-)-2-[(indel-7. 

yloxy)methyl]morpho 

line 


5HT reuptake 
inhibitor 


cognitive defect 


NS 2347 




5HT reuptake 
inhibitor; dopamine 
reuptake inhibitor 


depression; cognitive 
defect 


SM3163 


3-((l,5- 

diphenylpentyl)oxy)- 
N,N-dimethyl-l- 
propanamine citrate 


5HT reuptake 
inhibitor; vasodilator 


cognitive defect; 

cerebrovascular 

disease 


FK960 


N-(4-acetyM- 
piperazinyl)-4- 
fluorobenzamide 


5HT, somatostatin 


Alzheimer disease 


SL 650102; SL 
65.0102 


(-)-8-amino-7-chloro- 
N-(l,4- 

diazabicyclo[2,2.2]oc 

t-2-ylmethyl)-2,3- 

dihydro-1,4- 

benzodioxin-5- 

carboxamide 

dihydrochloride 


5HT4 agonist; 5HT 
agonist 


Alzheimer disease 


5HT4 human 
neuroreceptor 




5HT4 human 
neuroreceptor 


irritable bowel 
syndrome; cognitive 
defect; anxiety; 
arrhythmia; stroke; 
urinary incontinence; 
migraine; research 
tool 


Ceronapril; 
ceranapril; SQ 29852 


(S)-l-[6-amino-2- 

[[hydroxy(4- 

[)henylbutyl)phospiny 

[]oxy]-l-oxohexyl]- 

L-proline 


ACE inhibitor 


cognitive defect; 
hypertension; anxiety 


Alzheimer's disease 
therapy 


l-[3,4- 

[methylenedioxy)ben 
zoyl]-3-[2-(l-benzyl- 
4- 

piperidinyl)ethyl]thio 

area 


Acetylcholinesterase 
inhibitor 


Alzheimer disease 


NBI 117 


Extracellular portion 
3f activin receptor 
'soluble) 


Activin soluble 
3ortion of receptor 


Alzheimer disease 


AD7C-NTP 
modulators, 
Alzheimer disease 


i 
1 


\D7C-NTP 
nodulation 


Alzheimer disease 
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KF 15372 


8-(3^ 

dicyclopropylmethyl) 
- 1 ,3-dipropylxanthine 


adenosine antagonist 


cognitive defect 


KFM19 


3,7Klihydro-8-(3- 
oxocyclopentyl)- 1 ,3- 
dipropy I- 1 H-purine- 
2,6-dione 


adenosine antagonist; 
adenosine Al 
antagonist 


Alzheimer disease 


MDL 102234 


(R)-3,7-dihydro-8-(l- 

phenyIpropyl)-l,3- 
dipropyl- 1 H-purine- 
2,6-dione 


adenosine antagonist; 
adenosine Al 
antagonist 


cognitive defect 


MDL 102503 


(R)-3,7-dihydro-8-(l- 

methyl-2- 

phenylethyl)-l,3- 

dipropyl-lH-purin- 

2,6-dione 


adenosine antagonist; 
adenosine Al 
antagonist 


cognitive defect 


midaxifylline; IRFI 
117 


8-(l- 

aminocyclopentyl)- 
3,7-dihydro-l,3- 
dipropyl- 1 H-purine- 
2,6-dione 


adenosine antagonist; 
adenosine Al 
antagonist 


cognitive defect; 
depression; kidney 
disease 


apaxifylline; BIIP 
20XX;U 98950; BIIP 
20 


(S)-3,7-dihydro-8-(3- 
oxocyclopentyl)- 1 ,3- 
dipropyl IH-purine- 
2,6-dione 


adenosine antagonist; 
adenosine Al 
antagonist; xanthine 


cognitive defect 


MAb, adrenomeduUin 


Unspecified 


adrenomeduUin 
monoclonal antibody : 


cancer; diabetes; 
Alzheimer disease; 
diagnosis 


Alzheimer's disease 
therapy 




Alpha 2 

macroglobulin 

inhibitor 


Alzheimer disease 


RU 49041; RU 49067 


(3alphaH+,-)-ll- 

tnethyl-20,21- 

iinorebiiniainenine 


alpha adrenergic 
agonist; alpha2 
adrenergic partial 
igonist 


cognitive defect 


RU 52583 


;3alpha)-ll-inethyl- 
20,21- i 
inorebumamenine j 


ilpha adrenergic c 
igonist; alpha2 
idrenergic partial 
Igonist 


X)gnitive defect 


NS 1201 


i 


\MPA antagonist; c 
;Iutamate antagonist 


cognitive defect 


NS 377 \ 
t 

c 


7-ethyl.l,6,7,8- i 
etrahydro-5- § 
)henylbenzo[2,l- 
):3,4-c']dipyrrole-2,3- 
lione 3-oxime 


\MPA antagonist; c 
{lutamate antagonist 


cognitive defect 
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NS420 


4-[2,3,6,7,8,9- 

hexahydro-3- 

(hydroxyimino)-8- 

methyl-2-oxo-lH- 

pyrrolo[3,2- 

h]isoquinolin-5-yl]- 

N,N- 

dimethylbenzenesulfo 
namide 


AMPA antagonist; 
glutamate antagonist 


cognitive defect 


S 18986; S 18986-1 


(S)-2,3,3a,4- 

tetrahydro-lH- 

pyrrolo[2,l- 

c][ 1 ,2,4]benzothiadia 

zine 5,5-dioxide 


AMPA antagonist; 
glutamate antagonist 


cognitive defect 


CX691 


Unspecified 


AMPA glutamiriergic 
receptor ligand 


Alzheimer disease; 
schizophrenia 


amyloid aggregation 
inhibitors 


Unspecified 


amyloid aggregation 
inhibitors 


Alzheimer disease 


antiamyloid 


Unspecified 


Amyloid antagonists 


Alzheimer disease 


GT4001 


Unspecified 


Amyloid b 
destruction 


Alzheimer disease 


GT4002 


Unspecified 


Amyloid b 
destruction 


Alzheimer disease 


GT4003 


Unspecified 


Amyloid b 
destruction 


Alzheimer disease 


GT4011 


Unspecified 


Amyloid b 
destruction 


Alzheimer disease 


GT5011 


Jnspecified . 


Amyloid b 
destruction 


Alzheimer disease 


PTI 00703 


Cats claw extract 


Amyloid b protein 
deposition inhibitor 


Alzheimer disease 


amyloid enzyme 
inhibitors, 


Unspecified 

■ 


amyloid enzyme 
inhibitors 


Alzheimer disease 


amyloid inhibiting 
peptides 


Unspecified 


amyloid inhibiting 

aeptides. 


Alzheimer disease 


amyloid neurotoxicity 
antagonists. 


Unspecified 


amyloid neurotoxicity 
mtagonists/ 


Alzheimer disease 




Unspecified i 


\myloid neurtoxicity i 
mtagonist 


\lzheimer disease 


amyloid production 
inhibitors, 


Unspecified i 
i 


unyloid production i 
nhibitors. 


Mzheimer disease 


amyloid production 
inhibitors. 


Unspecified i 


miyloid production > 
nhibitors, c 


\lzheimer disease; 
liabetes 



SanDiego-144144.1 



Page 2030 



wo 00/50639 



PCT/USOO/01392 



FID 072021 


3-atropanyI 2-(4- 
chlorophenoxy) 
butyrate maleate 


analgesic 


pain; cognitive defect 


galanin modulators 


Unspecified 


galanin modulators 
analgesic 


obesity; diabetes; 
cognitive defect; pain 


galaninl antagonists 


Unspecified 


galaninl antagonists 
analgesic 


obesity; pain; 
cognitive defect 


metabotropic 
glutamate recq)tor 
modulators 


Unspecified 


metabotropic 
glutamate receptor 
modulators analgesic 


pain; cognitive 
defect; schizophrenia; 

epilepsy 


anatoxin analogue. 


Unspecified 


Anatoxin 


Alzheimer disease 


prasterone; 

dehydroq)iandrostero 
ne; DHEA; GL 701; 
NBI 106; PB 007; 
ASTENILE; 
DEANDROS; 
DIANDRON 


(3beta)-3- 

hydroxyandrost-5-en- 
17-one 


androgen; vaccine 
adjuvant; hormone 
replacement therapy; 
corticosteroid 


systemic lupus 
erythematosus; 
hormone deficiency; 
Alzheimer disease; 
reperfiision injury; 
ischemia 


nootropic. 


2-(4-allyi-l- 

piperazinyl)-4- 

pentyloxyquinazoline 


antihypoxic 


cognitive defect 


RU 35929 


(+,-)-5-ethoxy-l- 

Q)henylsuIfonyI)-2- 

pynolidinone 


antihypoxic 


cognitive defect 


tenilsetam; tenimal; 
PAS 997; CAS 997; 
HR029 


(+/-)-3-(2-thienyl)-2- 
piperazinone 


antihypoxic 


cognitive defect 


RGH5279 ... 

..... 


3alpha)T . 
ebuniamenine-14- 
carboxylic acid 2- 
(acetyIoxy)ethyi ester 
tnonohydrochloride 


anti-ischemic 


cognitive defect; 
)rain ischemia 


CPG607 


Unspecified 


antioxidant 


cognitive defect 


Neurodegenerative 
disease therapy. 


Unspecified 


antioxidant 


stroke; Alzheimer 
disease 


antioxidant. 


Jnspecified 


antioxidant; fi*ee 
-adical scavenger 


/Vlzheimer disease 


VANTOX 


Unspecified 


antioxidant; NSAID 

( 


isthma; Parkinson 

disease; Alzheimer 
iisease; stroke 
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antisense 
oligonucleotides, 
amyloid 
precursor/beta 
amyloid proteins; 
antisense 
oligonucleotides, 
Alzheimer's disease 


Unspecified 


antisense; 

oligonucleotide 

amyloid 

precursor^eta 

amyloid 


Alzheimer disease 


antisense 
oligonucleotide, 
AP0-E4; antisense 
oligonucleotide, 
Alzheimer's disease 


Unspecified 


antisense; 

oligonucleotide APO- 
E4; 


Alzheimer disease 


Alzheimer's disease 
therapy 


Unspecified 


ApoE 


Alzheimer disease 


RU 34332 


3- 

(cyclopropylcarbonyl 

)-7-fluoro-4,5- 

dihydro-5-methyl- 

6H-imidazo[l,5- 

a][ 1 ,4]benzodiazepine 

-6-one 


benzodiazepine 


cognitive defect 


S8510 


l,6,7,9-tetrahydro-2- 
(3- 

isoxazolyl)imidazo[4, 
5-d]pyrano[4,3- 
b]pyridine phosphate 
(1:1) 


benzodiazepine 
inverse agonist 


cognitive defect; 
Alzheimer disease 


SX3933 . 


5-(3-methoxyphenyl)- 

3-(5-methyl-l,2,4- 

oxadiazol-3-yl)-l,6- 

naphthyridin-2(lH)- 

one 

monohydrochloride 


benzodiazepine 
inverse agonist 


cognitive defect; 
Alzheimer disease 


RU 33965 

■ 

I 
i 


3- 

cycloprbpylcarbonyl 

i-4,5-dihydro-5- 

nethyl-6H- 

mida2o[l,5- 

0[ 1 ,4]ben2odiazepin- 

5-one 


benzodiazepine 
martial agonist 


;x)gnitive defect 


teibequinil; SR 25776 

c 

c 
e 


,4-dihydro-l- 
methoxymethyl)-4- f 
)xo-N-propyl-3- 
(uinolinecarboxamid 


)enzodiazepine c 
)artial agonist 


'ognitive defect 
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aimodipine; BAY e 

9736; BAY N 5248; 

BAY N 5427; 

NIMOTOP; 

NIMOTAP; NIVAS; 

TROPOCER; 

EUGERIAL; 

NIMODILAT; 

CEBROFORT; 

KENESIL; 

GENOVOX 


l,4-dihydro-2,6- 
dimethyM-(3- 
nitrophenyl)-3,5- 
pyridinedicarboxylic 
acid 2-methoxyethyl 
1-methylethyl ester 


calcium antagonist 


migraine; cognitive 
defect; Alzheimer 
disease; brain 
ischemia 


RGH2716;TDN 345 


8-[4,4-bis(4- 

fluorophenyl)butyl]- 

3-(l,l- 

dimethylethyl)-4- 
methylene- 1 -oxa-3,8- 
diazaspiro[4.5]decan- 
2-one 


calcium antagonist 


cognitive defect 


voltage-dependent 
calcium channel 
antagonists, VDCC 
antagonists 


Unspecified 


calcium antagonist 


Alzheimer disease; 
neurological 


sabeluzole; R 58735; 
JK601 


(+,-)-4-{2. 

benzothiazolylmethyl 
amino)-alfa-[(4- 
fluorophenoxy)methy 
]- 1 -piperidineethanol 


calcium antagonist; 
antihypoxic 


Alzheimer disease 


ramolarizine; 
tamolaridine 
hydrochloride; NC 
1100; ZCllO 


(+,-)-alfa-(3,4- 
dimethoxyphenyl)-2- 
'4-diphenylmethyl)- 
1 -piperazineethanol 


calcium antagonist; 
vasodilator 


cognitiye defect; 

cerebrovascular 

disease 


BAY Z 4406 


Unspecified 


calcium channel 
blocker 


neurodegeneration; 
Alzheimer disease 


NTS 649 


l-(2,5. 

lunethoxyphenyl)-5- 
[trifluoix)methyl)-lH- 
Den2imidazol-2- 
unine 


calcium channel 
blocker 


x^gnitive defect 


elziverine; Ro 224839 

( 

i 
I 


l-[(3,4- 

limethoxyphenyl)met 

iyl]-6,7-dimethoxy- 

^[[4-(2. 

nethoxyphenyl)-!- 

)iperazinyl]methyl]is 

)quinoline 


calmodulin 
mtagonist; 

/asodilator c 


peripheral vascular 
lisease; cognitive 
iefect 
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drug delivery system, 
CDS sinnabidol; 
sinnabidol CDS 


Unspecified 


cannabinoid; 
glutamate antagonist; 
NMDA antagonist 


cognitive defect; 
glaucoma 


SK067 


Unspecified 


Cerebral metabolic 

agent 


cognitive defect 


SNK 882 


2-oxo-N-[(tetrahydro- 

IH-pyrrolizin- 

7a(5H)-yl)metliyl]-l- 

pyrrolidin 

eacetamide, 

monohydrochloride 


Cerebral metabohc 
agent 


cognitive defect 


vinconate; 
vincantenate; 
vintenate; OM 853; 
OC 340; OC 34; 
BRENAL 


(+,-)-methyl 3-ethyl- 
2,3,3a,4-tetrahydro- 
lH.indoIo[3,2,l- 
de][l,5] 

naphthyridine-6- 
carboxylate 


Cerebral metabolite 
enhancer 


cognitive defect 


SUT8701 


N-[(l,l- 

dimethylethoxy)carbo 
nyl].0- 

(dimethylphosinyl)- 

L-tyrosyl-L- 

norleucylglycyl-L- 

tryptophyl-L- 

norleucyl-L-alfa- 

aspartyl-L- 

phenylalaninamide 


cholecystokinin 
antagonist 


Alzheimer disease 


sibopirdine; DUP 
921; X 9121; EXP 
9121;EXP921 


5,5-bis(4- 

pyridinyhnethyl)-5H- 

cyclopenta-[2,l- 

t>:3,4-b*]dipyridine 


Choline rdease 
stimulator 


cognitive defect 


choline alphoscerate; 
choline 

glycerophosphate; 
GLIATILIN; 


L-alpha- 

jlycerylphosphorylch 
3line 


Choline releasing 
agent 


cognitive defect 


MKC231 : 
t 
c 

F 


>-oxo-N-(5,6,7,8- ( 
etrahydro-2,3- s 
limethylfuro[2,3- 
)]quinolin-4-yl)-l- 
)yrrolidineacetamide 


Choline uptake c 
Jtimulation > 


cognitive defect; 
\lzheimer disease 
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bifemelane; 

bifemelane 

hydrochloride; MCI 

2016; E 0687; 

CELEPORT; 

ALNERT; 

NEUROCINE; 

SURTONIL; 

CORDINAL 


N-methyl-4-[2- 

(phenylmethyl)pheno 

xy]-l-butanamine 


Cholinergic agent 


cognitive defect 


ABT089 


(R)-2-methyl-3.(2- 
pyrrolidinybnethoxy] \ 
pyridine 


ChoUnergic channel 
modifier 


Alzheimer disease 


stacofyUine; S 9977; 
S 99772; SE 9977 


N,N-diethyl-4-[3- 

(2,3,6,7-tetrahydrio- 

l,3,7-trimethyl-2,6- 

dioxo-lH-purin-8- 

yl)propyl]-l- 

piperazinecarboxamid 

e monohydrochloride 


Cholinergic 
stunulation, 5HT 
uptake stimulation 


Alzheimer disease 


NS 2330 


Unspecified 


Cholinergic, 

adrenergic, 

noradrenergic 


cognitive defect 


choline derivatives. 


Choline derivatives 


Cholinomimetic 


cognitive defect 


HOE 065 


[2S- 

:i[R*(R*)],2alpha,3a 
3eta,6abeta]]-l-[2- 
[ 1 -(ethoxycaibony 1)- 

3- . . ■ 

phenylprdpyljamino]- 
1- 

oxopropyljoctahydroc 
/clopenta[b]pyrrole- 
2-carboxylic acid (Z)- 
2-butenedioate 


Cholinomimetic 


cognitive defect 


acetyl-L-caraitine; 
acetylcamitine, 
ALC; ST 200; TA 
803; NICETILE; 
BRANIGAN; 
ALCAR; 
NEUROACTIL; 
BRANIGEN 


acetyl-L-camitine 


Clholinomimetic, 
stimiilation of neuron 
jrowth and repair 


Alzheimer disease; 
stroke; diabetes; 
leuropathy 


Alzheimer's therapy, 


Jnspecified ( 

a 
a 


[Complement i 
ictivation by b- 
imyloid 


\Jzheimer disease 
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complement 
activation inhibitors 


Unspecified 


complement 
activation inhibitors 


Alzheimer disease 


Alzheimer's disease 
therapy, 


Unspecified 


Complex rv 
cytochrome oxidase 
function 


Alzheimer disease 


ebiratide; ACTH (4- 
9) analogue; 
corticotropin (4-9) 
analogue; HOE 427 


4-(methylsulfonyl)-L- 
2-aminobutanoyl-L- 
alpha-glutamyl-L- 
histidyl-L- 

phenylalanyl-D-lysyl- 
N-alpha-(8- 
aminooctyl)-L- 
phenylalaninamide 


corticotropin 
analogue 


Alzheimer disease 


GR 253035 


Unspecified 


COX inhibitor; COX 
2 inhibitor; analgesic 


pain; Alzheimer 
disease 


rofecoxib; MK 966; 
VIOXX 


4-[4- 

(methylsulfonyl)phen 

yl]-3-phenyl-2(5H)- 

fixranone 


COX inhibitor; COX 
2 inhibitor; analgesic; 
NfSAID 


inflammation; 
rheumatoid arthritis; 
osteoarthritis; pain; 
Alzheimer disease 


creb gene 
transcription 
modulators, CNS 
disorders. 


Unspecified 


creb gene 

transcription 

modulators 


neurodegeneration; 
Alzheimer disease 


CRFl partial agonist 


Unspecified 


CRFl partial agonist 


Alzheimer disease; 
Crohn disease 


differentiation-^ : 
inducing factor; piF 


Unspecified 


differentiation- 
inducing factor; DIP; 
growth factor; 
neiurotrophic factor 


cognitive defect 


Alzheimer's disease 
therapy. 


Unspecified 


Disease specific 
protein targets 


Alzheimer disease 


Alzheimer's disease 
therapy. 


Unspecified 


Disease specific 
protein targets 


Alzheimer disease 


Alzheimer's disease 
therapy 


Unspecified 


Disease specific 
[protein targets 


Alzheimer disease 


Alzheimer's therapy, 


Jnspecified 


Disease specific 
protein targets 


Alzheimer disease 


NDD 094; SDZ 
NDD094 


Unspecified 


Disease specific 
argets 


\lzheimer disease 


alaptide; VUFB 


-methyl-6,9- 
iiazaspiro[4.5]decane c 
7,10-dione 


lopamine agonist; i 
ncatrizant; peptide s 


yzheimer disease; 
jkin ulcer, 

gastrointestinal ulcer 


dihydrexidine; IP 202 1 


Tans-5,6,6a,7,8,12b- c 

lexahydro- c 

)enzo[a]phenanthridi 

ie-10,ll-diol 


lopamine agonist; 
lopamine Dl agonist i 


^arkinson disease; 
Vlzheimer disease 
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voxergolide; RU 
41656 


(8beta)-(V)-6- 
methyl-8- 

[(methylthio)methyl]- 
9-oxaergoline 


dopamine agonist; 
dopamine D2 agonist 


cognitive defect 


estrogens. 


Estrogens 


estrogen 


Alzheimer disease 


estrogens, 


Estrogens 


estrogen 


neuropathy; 
Alzheimer disease 


ABPI 124 


Unspecified 


estrogen agonist 


Al2dieimer disease 


17alpha estradiol 


estra- 1 ,3 ,5( 1 0)-triene- 
3,17alpha-diol 


estrogen; hormone 
replacement therapy 


hormone deficiency; 
cognitive defect 


estrogen, 


Estrogen 


estrogen; neuroactive 

steroid 


Alzheimer disease 


estrogen + 

medroxyprogesterone 
acetate; PREMPRO; 
PREMPHASE; 
PREMARINMPA; 
PREMIQUErPREMI 
QUE CYCLE 


estrogen + 

medroxyprogesterone 
acetate 


estrogen; 
progestogen; 
hormone replacement 
therapy 


hormone deficiency; 
Alzheimer disease 


excitatory amino acid 
antagonists. 


Unspecified 


excitatory amino acid 
antagonist 


epilepsy; Alzheimer 
disease; stroke 


carboxylated 
buckminsterfiillerenes 
; carboxyfiillerenes 


Carboxylated 
buckminsterfiillerenes 
; carboxyfiillerenes 


fi-ee radical 
scavenger, apoptosis 
inhibitor 


amyotrophic lateral 
sclerosis; Alzheimer 
disease; Paridnson 
disease 


nefiracetam; 
feniracetam; DM 
9384; DMPPA; 
TRANSLON 


N-(2,6- 

dimethylphenyl)-2- 
oxo-1- 

pyrrolidineacetamide 


GABA agonist 


cognitive defect 


ZK 95962; ZK 45962 


ethyl 5-isopropyloxy- 
4-methoxymethyl- 
3eta-carboline-3- 
carboxylate 


GABA agonist 


epilepsy; cognitive 
defect 


CGP 36742 


aminopropyl)butylph 
Dsphinic acid 


GABA antagonist 


epilepsy; Alzheimer 
disease 


cognition enhancer. 


Unspecified 


GABA inverse 
agonist 


Alzheimer disease 


NGD 971; NGD 97-1 


Unspecified 


GABA inverse 
agonist 


cognitive defect 


suritozole; MDL 
26479 

1 


2,4-dimethyl-5-(3- 
[luorophenyl)-3H- 
.,2,4-tria2ole-3- 
hione 


GABA inverse 
agonist 


epression; cognitive 
iefect 
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valproate sodium; 
sodium valproate; 
NIK 240; SENTTA; 
SELENICA 


2-propylpentanoic 
acid sodium salt 


GAB A release 
enhancer 


Alzheimer disease; 
epilepsy 


siagoside; AGF 2 


[R-[R*,S*-(E)]].N- 

[l-[[[0-[r,2. 

anhydro]-N-acetyl- 

alpha-neuraminosyl- 

(2->3)-0-[0-beta.D- 

galactopyanosyl-( 1 - 

>3)-2-(acetylamino)- 

2-deoxy-beta-D- 

galactopyranosyl-(l- 

>4)-0-beta-D- 

galactopyranosyl-(l - 

>4).beta-D- 

glucopyranosyl]oxy] 

methyl]-2-hydroxy-3- 

heptadecenyl]octadec 

anamide 


ganglioside 


cognitive defect; 
stroke 


Dimethylhomospermi 
ne; DMHSPM 


Dimethylhomospermi 
ne 


gastroproldnetic; 
polyamine analogue 


gastrointestinal 
motility disease; 
Alzheimer disease 


Alzheimer disease 
therapy. 


Unspecified 


gene 


Alzheimer disease 


Alzheimer's disease 
therapy. 


Unspecifed 


Gene transcription 
based drugs ^ 


Alzheimer disease 


ALT 766 


Unspecified 


Glucose derived 
cross-link breaker 


diabetes; 
cardiovascular 
disease; Alzheimer 
disease 


rilu2ole;PK 26124; 
RP 54274; RILUTEK 


S-(trifluoromethoxy)- 
2-benzothiazolamine 


glutamate antagonist 


amyotrophic lateral 
sclerosis; Alzheimer 
disease; Parkinson 
disease 


simiabidol;HU211; 
PA 50211; 
DEXANABINOL 

( 
c 
1 


6aS-trans)-3-(l,l- 
limethylheptyl)- 
5a,7,10,10a- j 
tetrahydro-1- i 
iydroxy-6,6- 
limethyl-6H- 
libenzo[b,d]pyran-9- 
nethanol 


glutamate antagonist; 
:annabinoid; NMDA 
mtagonist; free 
*adical scavenger 


X)gnitive defect; 
stroke; trauma; 
nyocardial infarction; 
glaucoma 
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LY 341495 


[IS- 

[lalpha(R*),2beta]]- 

alpha-amino-alpha- 

(2- 

carboxycyclopropyl)- 
9H-xanthene-9- 
propanoic acid 


glutamate antagonist; 
mGluR antagonist 


bsychosis; cognitive 
defect 


PD 129653; SC 
46643 


(+-)-aIpha-amino-4- 
(phosphonomethyl)be 
nzeneacetic acid 


glutamate antagonist; 
NMD A antagonist 


cognitive defect 


PD 130527 


3- 

(phosphonomethyl)ph 
enylalanine 


glutamate antagonist; 
NMDA antagonist 


cognitive defect 


dimiracetam; ISF 
4185 


dihydro-lH- 
pyrrolo[l,2- 
ajimidazole- 
2,5(3H,6H)-dione 


Glutaminergic, 
cholinergic pathways, 
inhibition of 
hippocampal 
serotonergic activity 


cognitive defect 


glycine transporter 
modulator, 


Unspecified 


glycine antagonist 


epilepsy; cognitive 
defect 


gene therapy, nerve 
growth factor 


Unspecified 


growth factor 


AMieimer disease 


BU4514N 


Unspecified 


grow^ factor 


cognitive defect 


CX438 


Unspecified 


growth factor 


Alzheimer disease 


nerve growth factor 
inducer, NGF 
inducer. 


Unspecified 


growth factor 


Alzheimer disease 


drug delivery system, 
polymer pellet nerve 
growth factor, NGF 
polymer pellet 


NGF polymer pellet 


growth factor. 


Alzheimer disease 


neurodegenerative 
disease ttierapy, 


Unspecified 


growth factor; growth 
actor modulator 


cognitive defect; 
Alzheimer disease; 
neuropathy 


GPI 1046 


-(3,3-dimethyl-l,2-, 
lioxopentyl)-L- 
proline 3-(3- 
[)yridinyl)propyl ester 


growth factor; 
leurotrophic factor 

■ 


Alzheimer disease; 
Parkinson disease; 
[nultiple sclerosis; 
leuropathy 


neurotrophin agonist. 


Jnspecified 

1 


?owth factor, 
leurotrophic factor 


Mzheimer disease; 
Parkinson disease; 
leuropathy 


NIL-A 


Jnspecified j 
t 


jrowth factor; i 
leurotrophic factor 

I 
t 


Mzheimer disease; 
^arkinson disease; 
nultiple sclerosis; 
leuropathy 
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drug delivery system, 
neurotrophin-3 
secreting implant; 
1^-3 implant 


ISfT-3 


growth factor; 
neurotrophic factor; 
biotechnology 


Alzheimer disease; 
Paridnson disease; 
neuropathy 


ciproxifan; compounc 
359; BP 2359 


CycIopropyl[4-[3- 
(lH-imidazol-4- 
yl)propoxyl]phenylm 
ethanone 


histamine antagonist; 
histamine H3 
antagonist 


Alzheimer disease; 
schizophrenia; 
cognitive defect 


compound 421 


Unspecified 


histamine antagonist; 
histamine H3 
antagonist 


Alzheimer disease; 
schizophrenia; 
cognitive defect 


GR 175737 


Unspecified 


histamine antagonist; 
histamine H3 
antagonist 


Alzheimer disease; 
cognitive defect 


GT2016 


l-(5-cycIohexyl-l- 
oxopentyl)-4-(lH- 
imidazol-4- 
yl)piperidine 


histamine antagonist; 
histamine H3 
antagonist 


cognitive defect; 
stroke; attention 
deficit disorder 


GT2227 


1 -[ 1 H-imidazol-4-yl]- 
6-cycIohexyl-cis-hex- 
3-ene 


histamine antagonist; 
histamine H3 
antagonist 


cognitive defect; 
attention deficit 
isorder 


GT2331 


4-[(lR,2R)-2-(5,5- 
dimethyl-1- 
hexynyl)cyclopropyl] 
-IH-imidazole 


histamine antagonist; 
histamine H3 
antagonist 


cognitive defect; 
attention deficit 
disorder; Alzheimer 

disease 


thioperamide; MR 
12842 


N[-cyclohexyl-4-( IH- 
imidazoI-4-yl)-l- 
aiperidinecarbothioa 
nide 


listamine antagonist; 
histamine H3 
antagonist 


cognitive defect 


drug delivery system, 
thyrotropin releasing 
hormone; TRH-SR; 

niJ-' 1 wlN JIN olv 


[Jnspecified D 


loimone c 


cognitive defect 


ICE inhibitors, I 


Jnspecified ] 

c 
c 

I 


L-1 beta converting e 
jnzyme inhibitor; r 
:aspase inhibitor; ^ 
^SAID 


^ndotoxic shock; 
heumatoid arthritis; 
Uzheimer disease 


AIT 083 


Jnspecified i 


mmunostimulant c 


ognitive defect 
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CEP 1347; KT 7515 


[9S- 

(9alpha,10beta,12alpt 
a)]-5,16- 

bis[(ethyIthio)methyr 

-2,3,9,10,11,12- 

hexahydro-10- 

hydroxy-9-methy 1- 1 - 

oxo-9,12-epoxy-lH- 

diindolo [1,2,3- 

fg:3',2M'- 

kl]pyrrolo[3,4- 

i] [ 1 ,6]benzodiazocine 

-10-carboxylic acid, 

methyl ester 


Kinase inhibitor, jnk 
1 inhibitor 


Alzheimer disease 


m-NBA 


2-aniino-3-(3- 
nitrobenzoyl)propano 
ic acid 


kynurenine 3 
hydroxylase inhibitor 


epilepsy; Parkinson 
disease; Alzheimer 
disease 


Maillard reaction 
inhibitors 


Unspecified 


Maillard reaction ; 
blocks glycated 
proteins 


athero sclerosis ; 
Alzheimer disease 


drug delivery system, 
transdermal 
selegiline; selegiline 
transdermal 


Selgiline 


MAO B inhibiton 
MAO inhibitor 


Alzheimer disease; 
depression 


lazabemide; Ro 
196327; PAKIO; 
TEMPIUM 


N-(2-aminoethyl)-5- 

chloro-2-pyridine- 

carboxamide 


MAO B inhibitor; 
MAO inhibitor 


^arkinson disease; 
Alzheimer disease 


LU 53439 


3,4-dimethyl-7-(2- 
isopropyM,3,4- 
thiadia2ol-5-yl)- 
methoxy-coumarin 


MAO B inhibitor; 
MAO inhibitor 


i^arkinson disease; 
cognitive defect 


rasagiline; rasagiline 
mesylate; TVP 1012; 
rv 1012 


[R)-2,3-dihydro-N-2- 
propynyl-lH-inden-1 - 

amine 


MAO inhibitor; MAO 
B inhibitor 


i^arkinson disease; 
Alzheimer disease 


SL 251188 


Unspecified 


MAO inhibitor; MAO 
B inhibitor i 


Alzheimer disease; 
licotine withdrawal 


neurodegenerative 1 
disease therapy 


Unspecified 


monoclonal antibody; i 
3iotechnology i 


leurodegeneration; 
\lzheimer disease 


BY 1949 

I 

( 
[ 


}-methoxy-ll- 1 
Tiethyl- i 
iibenz(b,f)(l ,4)oxaze 
)ine-8-carboxylic 
icid 


^a+,K+ATPase c 
ictivation c 

c 


cerebrovascular 
isease; cognitive 
efect 


SR 57667 . I 


Jnspecified I 
F 


^eurodegeneration / 
)rotection agent 


Alzheimer disease; 
^arkinson disease 
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memory enhancer. 


Unspecified 


Neuron enhancement 
at hippocampus 


cognitive defect 


neurophilins 


Neurophilins 


Neurophilin receptor 
ligand 


Alzheimer disease; 
Parkinson disease; 
neuropathy 


lubeluzole; R 87926; 
PROSYNAP 


(S)-4.(2- 

benzothiazolyhnethyl 

aniino)-alpha-[(3,4- 

difluorophenoxy)m 

ethyl]-!- 

piperidineethanol 


Neuroprotectant 


stroke; Alzheimer 
disease 


CX417 


Unspecified 


Neurotransmitter 
receptro modulator 


Alzheimer disease 


DMP 543 


10,10-bis[(2-.fluoro-4- 
pyridinyl)methyl]- 
9(1 OH)-anthracenone 


Neurotransmitter 
release 


Alzheimer disease 


leteprinim; leteprinim 
potassium; AIT 082; 
NEOTROFIN 


4-[[3-(l,6-dihydro-6- 

oxo-9H-purin-9-yl)- 

1- 

oxopropyl]amino]ben 
zoic acid 


Neurotrophic factor 

production 

stimulation 


cognitive defect* 
Alzheimer disease 


CEP 427 


Unspecified 


neurotrophic factor; 
growth factor 


Alzheimer disease 


K 252a derivative 


[(9S- 

(9alpha,10beta,12alph 

a)]-2,3,9,10,ll,12- 

hexahydro-lO- 

hydroxy-9-methyl- 1 - 

oxo-9,12-epoxy-lH- 

diindolo[l,2,3- 

fg:3\2M'. 

d]pyrrolo3,4- 

l][ 1 ,6]benzodiazocine 

-10-carboxylic acid 

methyl ester 


neurotrophic factor; 
growth factor 


neuropathy; 
Alzheimer disease 


NS 506 


Unspecified 


neurotrophic factor; 
growth factor 


cognitive defect 


NS521 


Unspecified i 


leurotrophic factor; 
^owth factor i 

c 


^.Izheimer disease; 
leuropathy; cancer; 
liabetes 
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ST 857 


[R-(R*,S*)].2. 

(acetyIoxy)-4'[[4- 
[(aminoiminomethy r i 
amino]- l- 
ca^boxybutyl]amino]■ 
N,N,N-trimethyl-4- 
0X0- 1 -butanaminium 
chloride 


neurotrophic factor; 
growth factor 


cognitive defect 


euiystatin A; Bu 41 6^ 
EA 


^[3S- 

[3R*,7R*,10R*(E)]]- 

6-methyl-N-[7- 

methyI-3-(2- 

methylpropyl)- 

2,5,6,9-tetraoxo- 

1,4,8- 

triazacyclo tridec- 1 0- 
yl]-2-heptenamide 


neutral endopeptidase 
inhibitor 


Alzheimer disease 


eutystatin B; Bu 
4164EB 


[38- 

[3R*,7R*,10R*(E)]]- 

6-inethyl-N-[7- 

methyl-3-(2- 

methylpropyl)- 

2,5,6,9-tetraoxo- 

1,4,8- 

triazacyclotridec- 10- 
yIl-2-octenamide 


neutral endopeptidase 
inhibitor 


Alzheimer disease 


Y 29794 


[2-[[8- 

;dimethylammo)octyl 
thio]-6-(l- 
tnethylethyl>3- 
pyridinyl]-2- 
thienylmethanone 


neutral endopeptidase 
inhibitor 


cognitive defect; 
Alzheimer disease 


neurodegeneration 
therapy 


Unspecified 


•Nicotinic compounds 


\lzheimer disease; 
Parkinson disease 


memantine; D 145; 
NMI131; . . -i 
AKATINOL 


3,5-dimethyl-l- 
idamantahamine 


^^MDA antagonist; c 
analgesic; glutamate [ 
mtagonist r 


cognitive defect; 
)ain; glaucoma; 
leuropathy 


CR2249 

( 
I 
c 


:S)-4-amino-5-.[(4,4- 
iniethylcyclohexyl)a 
nino]-5- 

)xopeDtanoic acid 


^^MDA modulator i 


Alzheimer disease 


GVS 111 1 

t 


-(phenylacetyl)-L- I 
)rolylgIycine ethyl 
sster 


'fMDA modulator c 


ognitive defect 
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adafenoxate; WON 
150 


4- 

chlorophenoxyacetic 
acid 2-{l. 

adainantyIaniino)ethy 
1 ester 


Nootropic agent 


cognitive defect 


ALE 26015 


Unspecifie(i 


Nootropic agent 


cognitive defect; 
Alzheimer disease 


aloracetam; CAS 493 


N-[2-(3-fonnyi-2,5- 

dimethylpyrrol-1- 

yl)ethyllacetamide 


Nootropic agent 


cognitive defect 


Alzheimer's disease 
therapy, 


Unspecified 


Nootropic agent 


Alzheimer disease 


AWD 5239 


9, 1 0-dihydrolysergic 
acid bis-(beta- 
acetoxyethyl)amide 
monotaitrate 


Nootropic agent 


cognitive defect 


bacoside A 


3~[(0-alfa-L- 
arabinosyl-beta-D- 
glucosyl)oxy]- 1 9,20- 
dihydroxydammar- 
24-en-16-one 


Nootropic agent 


cognitive defect 


bacoside A + 
bacoside B 


Unspecified 


Nootropiic agent 


cognitive defect 


bacoside B 


3-[(0-L-arabinosyl- 

D-glucosyl)oxy]- 

19,20- 

dihydroxydanunar- 

24-en-16rOne 


Nootropic agent 


cognitive defect 


BDP 


(llbeta,16beta)-9- 
chloro-l 1 -hydroxy- 
16-methyl-17,21- 
)is(l- 

oxopropoxy)pregna- 
1 ,4-diene-3,20-dione 


Nootropic agent 


Alzheimer disease 


BMY 21502; BMS 
181168 

• 


l.[[i:[2. 

;trifluoromethyl)-4- 
pyrimidinyl]-4- 
piperidinyljmethyl]- 
2-pyrrolidinone 


Nootropic agent 


xignitive defect 


BR 16A 


Unspecified 


^lootropic agent ( 


cognitive defect 


CGP 34735 


Jnspecified 


SFootropic agent c 


cognitive defect 


CGP 50068A 


Unspecified 


Nfootropic agent c 


cognitive defect 
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CL 275838 


4,5-dihydro-4-((4- 
(phenylmethyl)-l- 
piperazinyl)acetyI)-7- 
(3- 

(trifluoromethyl)phen 
yl)pyrazolo(l,5- 
a)pyrimidine-3- 
caibonitrile 


Nootropic agent 


cognitive defect 


CX516;AMPALEX 


l-(6- 

quinoxalinylcarbonyi; 
piperidine 


Nootropic agent 


Alzheimer disease; 
schizophrenia 


cycloserine-D; 
cycloserine; SC 
49088 


4-amino-3- 
isoxazolidinone 


Nootropic agent 


Alzheimer disease 


dabelotine; S 12024; 
S 120242 


(S)-l,2,3,4- 
tetrahydro- 1 -methy l- 

morpholinylmethoxy; i 
quinoline 

tnonomethanesulfonat 

e 


Nootropic agent 


Alzheimer disease 


exifone; ADLONE 


2,3,3V».4»,5'- 

hexahydroxybenzoph 

enone 


Nootropic agent 


cognitive defect 


&soracetam; NS 105; 
LAM 105 


(R)-l-[(5-oxo-2- 
pyrrolidmyl)carbonyl 

]piperidine 


Nootropic agent 


cerebrovascular 
disease; cognitive 
defect 


FR 121 196 


l-acetyl-4-[[(4- 

fluorophenyl)sulfonyl 

laminolpiperazine 


Nootropic agent 


cognitive defect; 
sexual dysfunction 


gedocamil; SH 530; 
ZK 113315 


5-(4-chlorophenoxy)- 

4-(methoxymethyl)- 

9H-pyrido[3,4- 

biindole-3-carboxylic 

acid 1-methylethyl 

ester 


^^ootropic agent 


cognitive defect 


idebenone; CV 2619; 
AVAN; 

LUCEBANOL; 

GENICERAL; 

MNESIS;DARUMA; 

NEMOCEBRAL; 

KEDANON; 

ARZKAT; 

DAYSTROM 


2-(10-hydroxydecyl)- 

S,6-dimethoxy-3- 

[nethyl-2,5- 

:ycIohexadiene-l,4- 

iione 


Nootropic agent 


:x)gnitive defect 
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IDRA21 


7-cMoro-3-methyl- 
3,4-dihydro-2H-l,2,4. 
benzothiadiazine S,S- 
dioxide 


Nootropic agent 


cognitive defect 


KITH 


Sialic acid derivative 


Nootropic agent 


Alzheimer disease 


KW6055 


N-[3-nitro-4-(2- 

pyridinylinethyl)phen 

yl]butanamide 


Nootropic agent 


cognitive defect 


mexidol 


2-ethyl-6-methyl-3- 

hydroxypyridine 

succinate 


Nootropic agent 


anxiety; cognitive 
defect 


oxiracetam; ISF 
2522; CT 848; CGP 
21690; NEUROMET; 
NEURACnV; 
SENEX 


4-hydroxy-2-oxo- 1 - 
pyrrolidineacetamide 


Nootropic agent 


cognitive defect 


P 128 


Unspecified 


Nootropic agent 


cognitive defect 


P58 


Unspecified 


Nootropic agent 


Alzheimer disease; 
cognitive defect 


P 867493 


Unspecified 


Nootropic agent 


cognitive defect 


P 878184 


Unspecified 


Nootropic agent 


cognitive defect 


PPRT424 


Ginko bilboa extract 


Nootropic agent 


cognitive defect 


pramiracetam; 
amacetam; CI 879; 
CNS 1879; 
ECTAPRAM; 
NEUPRAMIR; 
KEMEM 


N-[2.[bis-(l- 
methylethyl)amino]et 
hyl]-2-oxo-l- 
pyrrolidineacetamid e 


Nootropic agent 


Alzheimer disease 


prisotinol; prisotinal; 
CGS 5649B 


(+r>6-[2- 

[isopropylamino)prop 
yl]-3-pyridinol 


Nootropic agent 


cognitive defect 


RU 47067 


5-(l-methylethoxy)- 
1-3- 

'trifluoromethyl)phen 

/lsulfonyl-2- 

pyrrolidinone 


Nootropic agent 


cognitive defect 


SCllO 


Unspecified 


>footropic agent 


Alzheimer disease 


SEE 405 


Jnspecified 


[Nootropic agent 


(Mzheimer disease 


South American frog 
toxins 


Bistrionicotoxin 


Slootropic agent 


\izheimer disease 


UCB 11056 


Unspecified 


^lootropic agent i 


Mzheimer disease 


UCB 29427 


Unspecified 


^^ootropic agent c 


:ognitive defect 


UCB 29536 


Unspecified 


Nootropic agent c 


cognitive defect 
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Z4105 


N-(3-carboxypropyl> 
3-methylisoxazole-5- 
caiboxamide 


Nootropic agent 


cognitive defect 


T588 


(R)-l-alfa-[[2- 

(diethylainino)ethoxy 

]methyl]ben2o[b]thio 

phene-5-methanol 

hydrochloride 


Nootropic agent, 

neurodegeneration 

protection 


cognitive defect 


VA045 


(3alpha,16alpha)- 
ebumainenine-14- 
carboxylic acid 2- 
(nitrooxy)ethylester, 
apovincaminic acid 
derivative 


Nootropic agent, 
neuroprotective agent 


cognitive defect 


nebracetam; WEB 
1881; WEB 1881FU; 
MEMOLOG 


4-aminomethyl-l- 
benzylpyrrolidin-2- 
one hemifumarate 


Nootropic agent, 
unknown mechanism 


Alzheimer disease 


DQ-CER 


des-Ghi2- 

rLeu5,Nle81-cerulein 


Nootropic agnet 


cognitive defect 


MCI 225 


4-(2-fluorophenyl)-2- 

niethyl-6-(piperazin- 

l-yl>3a,7a- 

dihydrothieno[2,3- 

d]pyrimidine 


Noradrenergic, 
serontonergic 
reiiptake itihibitors 


cognitive defect; 
depression 


notch signalling 
pathway modulators 


tJnspecified 


notch signalling 
pathway modulators 


troke; cognitive 
efect; cancer 


CPH 82; 

REUMACON; 

COMmOG 


Unspecified 


NSABD ; 


inflammation; 
Alzheimer disease 


HCT 1026 


Unspecified 


NSAED; nitric oxide 
donor 


urinary incontinence; 
Alzheimer disease; 
osteoporosis 


quadazocine; WIN 
444413; WIN 44441 

1 
t 
t 
I 


[-H2R,6S,11S)-1. 

:yclopentyl-5- 

:i,2,3,4,5,6- 

iexahydro-8- 

iydroxy-3,6,11- 

romethyl-2,6- 

nethano-3- 

>enzazocin-l l-yl)-3- 

)entanone 


3piate antagonist; 
Icappa antagonist 


cognitive defect 


MAb,OX26-nerve { 
growth factor 
conjugate; MAb, OX 
26-NGF conjugate; 
OX26-NGF 


Jnspecified ( 
r 


DX 26-nerve growth c 
actor conjugate 
nonoclonal antibody 


cognitive defect 
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ACTH (4-10); 
SEMAX 


Unspecified 


beptide 


cognitive defect; 
trauma; stroke 


Alzheimer disease 
therapy. 


Unspecified 


peptide 


Alzheimer disease 


beta-sheet breaker. 


Unspecified 


peptide 


Alzheimer disease 


Transglutaminase 
inhibitor 


Unspecified 


peptide; 

transglutaminase 
inhibitor 


psoriasis; Alzheimer 
disease 


KS 505a 


2,3,4,4a,4b,5,6,6a,6b, 
7,8,8a,8b,9,10,10a,16, 
16a,16b,17,18,18a,18 
b,19,2 

0,20a,20b,21,22,22a,- 

triacontahydro- 

8a,10a- 

bis(hydroxymethyl)- 
1 4-(4-methoxy- 1 ,4- 
dioxobutyl)l ,4,4a,6,6 
a,16b,18b,20b- 
octamethyl-2-((2-0 - 
methyl-beta-D- 
glucopyranuronosyl)o 
xy)-lH. 

benzo(9,10)picen 
o(3,4-a)xanthene- 
1,15-dicarboxylic 
acid 


phosphodiesterase 
inhibitor 


cognitive defect 


Rolipram; ZK 62711; 
ME3167;ADEO 


4-[3- 

cyclopentyloxy)-4- 
meth6xyphenyIi-2- 
pyrrolidinone 


phosphodiesterase 
inhibitor 


cognitive defect; 
multiple sclerosis 


Propentofylline; 

HWA285; 

HEXTOL; 

BRADSrORM; VIVIO 


3 -methyl- 1 -(5 -oxo- 

tiexyl)-7- 

propylxanthine 


phosphodiesterase 
inhibitor, xanthine 


Alzheimer disease 


Diethybiorspeimine; 
DENSPM; CI 1006; 
DE 333 


M1,N11- 

iiethyborspermine 


[)oIyamine analogue 


cancer; psoriasis; 
Alzheimer disease 


Dipropylnorspermine; 1 
DPNSPM 


Oipropylnorspermine 


polyamine analogue 

c 


iarrhea; Alzheimer 
lisease 


linear polyamine ] 
analogue t 


inear polyamine 
malogue 


polyamine analogue c 

c 


:ancer; Alzheimer 
lisease 


Polymerization I 
inhibitor 


Jnspecified 


)olymerization > 
nhibitor 


Uzheimer disease 
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Clausenamide 


(3R,4S,5S>rel-3- 

hydroxy-5-[(R)- 

hydroxyphenybnethyl 

1- 1 -meti3yl-4-phenyl- 

2- pyrrolidinone 


potassium channel 
blocker 


cognitive defect 


Potassium channel 
modulators. 


Unspecified 


potassium channel 
modulator 


cognitive defect; 
attention deficit 
disorder, depression; 
asthma; diabetes 


Alzheimer's disease 
therapy 


Unspecified 


Presenilins 


Alzheimer disease 


ITP 3399 


Unspecified 


prolyl endopeptidase 
inhibitor 


cognitive defect 


JTP 4819 


[S-(R*,R*)]-2-[[2. 
(hydroxyacetyl)- 1 - 
pyrrohdinyljcarbonyl 
]-N-(phenyhnethyl)- 
1- 

pyirolidinecarboxami 
de 


prolyl endopeptidase 
inhibitor 


Alzheimer disease; 
cognitive defect 


ONO 1603 


(S)-N-[(4. 

chlorophenyl)methyl] 

-2-fonnyl-gamma- 

oxo-1- 

pyrrolidinebutanamid 
e 


prolyl endopeptidase 
inhibitor 


Alzheimer disease 


S 17092_^ ^_ 


Unspecified 


prolyl endopeptidase 
inhibitor 


Alzheimer disease; 
cognitive defect 


Z321 


(4R)-3-(2-indanyl-2- 
ylacetyl)-4-(l- 
pyrrolidinylcarbonyl) 
-1,3-thiazolidine 


prolyl endopeptidase 
inhibitor 


cerebrovascular 
disease; cognitive 
defect; Alzheimer 
disease 


CEP 431 


Jnspecified 


proteinase inhibitor 


Alzheimer disease 


proteinase inhibitors, 


Unspecified 


proteinase inhibitor 


cognitive defect 


SIB T1980 


Unspecified 


proteinase inhibitor 


Alzheimer disease 


azetirelin; YM 14673 


(S)-N-[(4-oxo-2- 
a2etidinyl)carbonyl]- 
L-histidyl-L- 
prolmamide 


protirelin analogue 


cognitive defect 


JTP 2942 


[lS-cis)-N-[(2- 
[nethyl-4- 

3xocyclopentyl)carbo 

iyI]-L-histidyl-L- 

3rolinamide 


}rotirelin analogue 


:ognitive defect 
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posatirelin; RGH 
2202 


(S)-N-[(6-oxo-2- 
piperidinyl)carbonyl]- 
L-leucyl-L- 
prolinamide 


protirelin analogue 


cognitive defect; 
obesity 


Alzheimer's disease 
therapy. 


Unspecified 


Serum amyloid p 
component 


Alzheimer disease 


igmesine; igmacine; 
10 1784 


(+)-N-(l,4-diphenyl- 
3-butenyl)-N- 
methylcyclopropane 
methanamine 


sigma agonist 


depression; cognitive 
defect; diarrhea 


S A 4503 


l-[2-(3,4. 

dimethoxyphenyl)eth 
yl]-4-(3- 

phenylpropyl)piperazi 
ne dihydrochloride 


sigma agonist 


Alzheimer disease; 
depression; cognitive 
defect; stroke 


octreotide; octreotide 
acetate; SMS; SMS 
201995; SMS 
201995ac; SMS 995; 
SANDOSTATIN; 
SANDOSTATINE; 
SANDOSTATB^A; 
LONGASTATINA; 
SAMILSTATINA 


[R-(R*,R*)]-D- 

phenylalanyl-L- 

cysteinyl-L- 

phenylalanyl-D- 

tryptophyl-L-lysyl-L- 

threonyl-N-[2- 

hydroxy-1- 

(hydroxymethyl)prop 

yl]-L-cysteinamide 

cyclic (2-7)-disulfide 


somatostatin 
analogue; analgesic 


Alzheimer disease; 
cancer, viral 
infection; psoriasis; 
diarrhea; diabetes; 
pain; acromegaly 


NXD2858;NXD 
2858 


Unspecified 


Spherons, inhibition 
of spheronsinto 

plaques 


Alzheimer disease 


screening technology, 
ADAP 


Jnspecified 


target based screening 


drug design 
technology; 
Alzheimer disease 


drug delivery system, 
thyroid stimulating 
hormone; 


Unspecified 


thyroid stimulating 
loimone delivery 
system 


cognitive defect 


thalidomide; NSC 
66847 


Nr-(2,6-dioxo-3- 
[>iperidyl)phthalimide 


YNF modulator; 
mmimosuppressant 

( 
I 


fnV infection; Crohn 
iisease; multiple 
sclerosis; Alzheimer 
isease; transplant 
ejection 
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CEP 3265; CB 1093 


5-[[I-(2-ethoxy-6- 

ethy 1-6-hydroxy- 1 - 

tnethyl-3- 

octynyl)octahydro- 

7a-inethyl-4H-inden- 

4- 

ylidene]ethylidene]- 

4-'inethylene-l,3- 

cyclohexanediol 


transcription activatoi 


■ neurodegeneration; 
Alzheimer disease 


ademetionine; FO 
1561;GIMBARAL; 
DONAMET; 
TRANSMETIL; 
CERTTAN; ERGEN; 
TWIN; SAMYR 


(3S)-5'-[(3-ammo-3- 
carboxypropyI)methy 
lsulfomo]-5'- 
deoxyadenosine 
hydroxide inner salt 


transmethylator; 
NSAID 


inflammation; 
cognitive defect; 
cholestasis 


AIT 034; AIT 34 


1 ,6-dihydro-6-oxo-N- 

[3-(2-oxo-l- 

pyrrolidinyl)propyl]9 

H-purine-9- 

propanamide 


Unknown 


cognitive defect 


BTG 1640 


Heterocyclic 
compound 


unknown 


cognitive defect; 
Alzheimer disease 


cebaracetam; ZY 
15119 


(+,-H-[[4-(p. 

chlorophenyl)-2-oxo- 

1- 

pyrrolidinyljacetyl]- 

2-piperazinone 


Unknown 


cognitive defect 


fatty acids, microalgal 


Unspecified 


Unknown 


tiyperlipidemia; 
Parkinson disease; 
Alzheimer disease; 
sye disease 


NBI 107 


Unspecified 


vaccine adjuvant; 
immunostimulant; 

neuroactive steroid 


infectious disease; 
Alzheimer disease 


NBl 108 


Jnspecified 


vaccine adjuvant; 
mmunostimulant; 
leuroactive steroid 


Alzheimer disease; 
nfectious disease; 
Tiultiple sclerosis 


pregnenolone; NBI 
113 


Jnspecified i 
i 
t 


/accine adjuvant; i 
mmunostimulant; i 
leuroactive steroid 


nfectious disease; 
\lzheimer disease 
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vinpocetine; AY 

27255; CA VINTON; 

CERACTON; 

AIRPACIL; 

MEDICHILL; 

NADONOL 

TEISAN; 

NADONOL IWAKI 


(3alpha,16alpha)- 
ebumamenine- 1 4- 
carboxylic acid ethyl 
ester 


vasodilator 


peripheral vascular 
disease; cognitive 
defect 


vasoactive intestinal 
peptide analogue; 
[stearyl 

norleucinel7]VIP; 
fSt-Nlel71VIP 


Unspecified 


VIP agonist 


Alzheimer disease 



Table 28> Current Candidate Therapeutic hiterventions for the Treatment of Depression 



Product Name 


Chemical Name 


Action 


Indication 


CP 110330 


N,N-dimethyl-5-[4- 
[(phenylamino)methy 
l]-2-thiazolyl]-lH- 
indole-3 -ethanamine 


5HT agonist; 5HT1 
agonist 


migraine; anxiety; 
depression 


CP 119333 


N,N-dimethyl-5-[4- 
(phenylmethyl)-2- 
thiazolyl]- IH-indole- 
3-ethanamine 


5HT agonist; 5HT1 
agonist 


migraine; anxiety; 
depression 


F 12439 




5HT agonist; 5HT1 A 
agonist 


depression; anxiety 


Flesinoxan; DU 
29373 


(+)-N-[2-[4-[2,3. 
dihydro-2- 

(hydroxymethyl)- 1 ,4- 
benzodioxin-5-yl]- 1 - 

piperazinyl]ethyl]-4- 
fluorobenzamide 


5HT agonist; 5HT1 A 
agonist 


anxiety; depression 


Gepirone; gepirone 
hydrochloride; MJ 
13805; BMY 13805; 
BMY 138051 


4,4-diniethyM-[4-[4- 
(2-pyrimidinyl)-l- 
piperazinyl]butyl]- 
2,6-piperidinedione 


5HT agonist; 5HT1 A 
agonist . 


anxiety; depression 


Ipsapirone; BAY q 
7821; TVXq 7821 


2-[4-[4-(2. 
pyriniidinyl)-!- 
piperazinyljbutyl]- 
1 ,2-benzisothiazol- 
3(2H)~one 1,1- 
dioxide 


5HT agonist; 5HT1A 
agonist 


depression; anxiety 
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LY 228729 


4-(dipropyIamino)- 
1,3,4,5- 

tetrahydrobenz[cd]inc 
ole-6-carboxamide 


5HT agonist; 5HT1 A 
agonist 


anxiety; depression 


ORG 13011 




5HT agonist; 5HT1A 
agonist 


depression 


S 14671 


N-[2-[4-(7-methoxy- 

l-n2q)hthalenyl)-l- 

piperazinyl]ethyl]-2- 

thiophenecarboxamid 

e 


5HT agonist; 5HT1A 
agonist 


anxiety; depression 


U92016A 




5HT agonist; 5HT1A 
agonist 


anxiety; depression 


U 93385; U93385E 


(3aR-cis)- 

2,3,3a,4,5,9b- 
hexahydro-3 -propyl- 
lH-benz[e]indole-9- 
carboxamide 


5HT agonist; 5HT1A 
agonist 


anxiety; depression 


WY 48723 


octahydro-3-[4-[4-(2- 

pyrimidinyl)-l- 

piperazinyljbutyl]- 

l,5-methano-6,7,9- 

metheno-2H- 

pentaleno[l,2- 

a]azepin-2,4(3H,5H)- 

dione dihydrochloride 


5HT agonist; 5HT1A 
agonist 


depression 


SL 870765 




5HT agonist; 5HT1A 
agonist; 5HT 
antagonist; 5HT1D 
antagonist 


anxiety; depression 


Adatanserin; 
adatanserin 
hydrochloride; WY 
50324; WAY SEB 
324; SEB 324 


N-[2-[4-(2- 

pyrimidinyl)-!- 

piperazinyl]ethyl]tric 

/cIo[3.3.1.1(3,7)]deca 

le-l-carboxamide 


5HT agonist; 5HT1 A 
agonist; 5HT 
antagonist; 5HT2 
mtagonist 


anxiety; depression 


FG5865 

t 


2.[4-[4,4-bis(4. : 
[luorophenyl)butyl]- i 
-pipera2inyl]-3- j 
jyridinecarboxamide e 
nonohydrochloride 


5HT agonist; 5HT1A 
igonist; 5HT 
mtagonist; 5HT2 
mtagonist 


mxiety; depression 


FG5893;FG 5974 


2-[4-[4,4-bis(4- i 
luorophenyl)butyl]- z 
l-piperazinyl]-3- a 
)yridinecarboxylic a 
icid methyl ester) 


)HT agonist; 5HT1 A £ 
Igonist; 5HT 
mtagonist; 5HT2 
mtagonist 


inxiety; depression 
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AF2968 


(SHR-(R*,R*)]-2,3. 

2-[3-[4-(3- 

chlorophenyl)-2- 

methyl-l-piperazin 

yl]propyl]-l,2,4- 

tiiazoIo[4,3- 

a]pyridin-3(2H)-one 

dihydroxybutanedioat 

e(l:l) 


5HT agonist; 5HT1A 
agonist; 5HT 
antagonist; 5HT2A 
antagonist; 5HT2C 
antagonist 


depression 


Sunepitron; CP 
93393; CP 93393-1 


(7S-trans)-l- 

[[octahydro-2-(2- 

pyrimidinyl)-2H- 

pyrido[ 1 ,2-a]pyrazin- 

7-yl]methyl]-2,5- 

pyrrolidinedione 


5HT agonist; 5HT1A 
agonist; alpha 
adrenergic antagonist; 
alpha2 adrenergic 
agonist 


depression; anxiety 


Aromatic Inflates, 




5HT agonist; 5HT1D 
agonist 


depression; migraine 


GMC2020 




5HT agonist; 5HT1D 
agonist 


depression; migraine 


GMC 2021 


trifluoromethanesulfo 
nic acid 3-[2- 
(dimethylamino)ethyl 
l-lH-indol-5-yl ester 
(l:l)ethanedioate 


5HT agonist; 5HT1D 
agonist 


depression; migraine 


ORG 12962 




5HT agonist; 5HT2C 
agonist 


depression 


ORG 37684 




5HT agonist; 5HT2C 
agonist 


depression 


Ro 600175; Ro 60- 
0175 


(alphaS)-6-chloro-5- 
fluoro-alpha-methyl- 
lH-indole-1- 
ethanamine (2E)-2- 
butenedioate(l:l) 


5HT agonist; 5HT2C 
agonist 


depression; obsessive 
compulsive disorder 


SR 57227; CM 57277 


l-(6-chloro-2- 

pyridinyl>4- 

piperidinaraine 


5HT agonist; 5HT3 

agonist 


depression 


5HT1B antagonists. 




5HT antagonist 


iepression; anxiety 


BN 50156 

t 


3-(4-chlorophenyl)- 
ilfa-[3- 

[dimethylamino)- 1 - 

3ropenyl]-l,3- 

iihydro-7- 

iy(lroxyfuro[3,4- 

:]pyridine-6- 

nethanol 


5HT antagonist 


lepression 


DU 123015 




>HT antagonist £ 


inxiety; depression 
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DU 125530 




ISHT antagonist 


depression; anxiety; 
psychosis 


Moxyfetin 




5HT antagonist 


depression 


SB 245570 




5HT antagonist 


depression 


5-HT antagonist, 
pindobind 


2-bromo-N-[4.[l-[[2- 
hydroxy-3-( 1 H-indol- 
4- 

yloxy)propyl]amino]- 
l-methylethyl]-l- 
methylcyclohexyI]ace 
tamide 


5HT antagonist; 
5HT1 A antagonist 


anxietvi denression 


Robalzotan; NAD 
299 


(3R)-3- 

(dicyclobutylamino)- 

8-fluoro-3,4-dihydro- 

2H- 1 -ben2opyran-5- 

carboxamide 

(2R,3R>2,3. 

dihydroxybutanedioat 

e(l:l) 


5HT antagonist; 
5HT1 A antagonist 


anxiety; depression 


S 14063 


1 -(2-benzothiazolyl)- 
N-[2-(2- 

methoxyphenoxy)eth 
yI]-4- 

piperidinemethanami 
ne dihydrochloride 


5HT antagonist; 
5HT1 A antagonist 


depression 


S 15535 


l-(2,3-dihydro-l,4- 
5enzodioxin-5-yl)-4- 
(2,3-dihydro-lH- 
inden-2-yl)piperazine 


5HT antagonist; 
5HT1 A antagonist 


^iety; depression 


Buspirone 
hydrochloride; MJ 
40221; MJ 9022; 
BESPAR; BUSPAR; 
NORMATON; 
rUTRAN; NAROL; 
ANSffiNON; 
ANSITEN; 
TRANBUS; 
SIMPLESS 


8-[4.[4.(2- 

pyrimidinyl)-!- 

piperazinyl]butyl]-8- 

azaspiro[4,5]decane- 

7,9-dione 

lydrochloride 


5HT antagonist; 
5HT1 A antagonist; 
dopamine agonist 


anxiety; depression; 
dermatitis 


Drug delivery system, 
transdermal 
buspirone; buspirone 
transdermal 


i 
c 


>HT antagonist; 2 
>HT1 A antagonist; £ 
opamine agonist c 


mxiety; depression; 
ittention deficit 
lisorder 
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EF 7412 


N-3-[4-[4- 

(tetrahydro-1,3- 

dioxo-lH- 

pyrrolo[l,2- 

c]iinida2ol-2(3H)- 

yl)butyl]-l- 

piperazmyl]phenyl]et 

hanesulfonamide 


5HT antagonist; 
5HT1A antagonist; 
glutamate release 
inhibitor 


neurodegeneration; 
depression; cancer 


L 694247 


N-[4-[[5-[3-(2- 

aininoethyl)-lH- 

indol-5-yl]-l,2,4- 

oxadiazoI-3- 

yl]methyl]phenyl]met 

hanesulfonamide 


5HT antagonist; 
5HT1D antagonist 


depression 


GR 127935 


N-(4-niethoxy-3-(4- 
methyl-1- 

piperazinyl)phenyl-2*- 
tnethyl-4*-(5-met hyl- 
1 ,2,4-oxadiazol-5-yl)- 
lH-indole-3- 
yl)ethylaniine 


5HT antagonist; 

SHTlDbeta 

antagonist 


depression 


Flibanserin; BIMT 17 


l,3-ciihydro-l-[2-[4- 
[3- 

(trifluoromethyl)phen 

piperazinyljethyl]- 

2H-benzimidazol-2- 

one 


5HT antagonist; 
5HT2 antagonist; 
5HT agonist; 5HT1 A 
agonist 


depression 


HT90B 


(-)-N-[2-[[(2,3- 

dihydro-8-methyl- 

l,4-benzodioxin-2- 

yl)methyl]anuno]ethy 

[]tricyclo[3,3.1.13,7]d 

ecane- 1 -carboxamide 


5HT_antagonist; 
5HT2 antagonist; 
5HT agonist; 5HT1A 
agonist 


anxiety; depression 


Nefazodone; MJ 
13754; MS 13754; 
BMY 13754; BMY 
137541; SERZONE; 
DUTONIN; 
RESERIL; 

NEFADAR; ( 

NIFEREL; 

MENFAZONA; 

RULIVAN; 

DEPREFAX; 

SERZONIL 


2-[3-[4-(3. 
:hlorophenyl)-l- 
piperazinyljpropyl]- 
5-ethyl-2,4-dihydro- 
t-( 2-phenoxyethyl)- i 
m-l,2,4-tria2ol-3- i 
me i 


5HT antagonist; 
5HT2 antagonist; 
5HT reuptake 
nhibitor; alpha 
idrenergic antagonist; 
ilphal adrenergic 
mtagonist 


depression 
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Amesergide; 
amerserzide; LY 
237733 


Sbeta-N-cyclohexyl- 
6-methyM-(l- 
rnethylethyl)ergoline- 
8-caitioxamide 


5HT antagonist; 
5HT2 antagonist; 
5HT1C antagonist 


sexual dysfunction; 
depression; anxiety 


Mirtaz^ine; 
mepirzepine; 
azamianserin; ORG 
3770; REMERON; 
ZISPIN 


1,2,3,4,10,14b- 
hexahydro-2- 
methylpyrazino[2, 1 - 
a]pyrido[2,3- 
c][2]beiizaz epine 


5HT antagonist; 
5HT2 antagonist; 
5HT3 antagonist; 
alpha2 adrenergic 
antagonist; alpha 
adrenergic antagonist 


depression 


Olanzapine; LY 
170053; ZYPREX; 
ZYPREXA; 
OLANZEK 


2-inethyl-4-(4- 
methyl- l- 
pipe^azinyl)-10H- 
thieno[2,3- 
b] [ 1 ,5]ben2odiazepi 
ne 


5HT antagonist; 
5HT2 antagonist; 
dopamine antagonist; 
dopamine D2 
antagonist 


schizophrenia; 
psychosis; depression 


ORG 37415 




5HT antagonist; 
5HT2C antagonist 


depression; anxiety 


SB 228357 


N-[3-fluoro-5-(3- 

pyridinyl)phenyl]- 

2,3-dihydro-5- 

methoxy^6- 

(trifluoromethyO-lH- 

indole- 1 -carboxamide 


5HT antagonist; 
5HT2G antagonist 

. : 


anxiety; depression 
* 


Antidepressant 




5HT antagonist; 
5HT3 antagonist 


depression; anxiety 


5HT7 receptor 
antagonists. 




5HT antagonist; 
5HT7 antagonist 


depression; insomnia; 
schizophrenia 


DR4004 




5HT antagonist; 
5HT7 antagonist 


depression; insomnia 


rHEJL3;JL3 


10-(4-methyH- 

piperazinyl)- 

[)yrido[4,3- 

S^] [ 1 ,4]benzothiazepin 


5HT antagonist; 
dopamine antagonist 


anxiety; depression 


BMS 181101; BMY i 
42569 

i 
c 

c 


5-fluorb-3-[3-[4. 
;i,4,5,6- 

.etrahydropyrimidin- 
M>2,3. 
ihydropyrazin-l- 
^l]propyl]-2,3- 
iihydro-lH-indole 


5HT reuptake ( 
nhibitor 


epression 
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Cericlamine; JO 
1017(+,-); JO 1239(- 
); JO 1240(+) 


(+,-)-3,4-dichloro- 
beta- 

(dimethylamino)- 
beta- 

methylbenzenepropar 
ol 


5HT reuptake 
inhibitor 


depression 


CGP6085A 


4-(5,6-dimethyl-2- 
benzofuranyl)piperidi 
ne hydrochloride 


5HT reuptake 
inhibitor 


depression 


Citalopram; 

oitalopram; 

iiitaIapram;ZD211; 

LU 10171; 

CIPRAMIL; 

SEROPRAM; 

CIPRAM; 

ELOPRAM; 

CELEXA 


l-[3- 

(dimethylamino)prop 
yl]-l-4- 

fluorophenyl)-5- 

isobenzofiirancarboni 

trile 


5HT reuptake 
inhibitor 


depression 


Citalopram, (S); (+)- 
citalopram 


(S)-l-[3- 

(dimethylamino)prop 
yI]-M- 

fluorophenyl)-5- 

isobenzofiirancaifooni 

trile 


5HT reuptake 
inhibitor 


depression 


Dapoxetine; LY 
210448 


(S)-N,N-dimethyl- 
alpha-[2-(l- 
naphthaIenyloxy)ethy 
Jbenzenemethanamin 

e 


5HT reuptake 
inhibitor 


depression 


Depression therapy. 




5HT reuptake 
inhibitor 


depression 


Dcxfenfluramine; 
dexfenfluramine i 
hydrochloride; S 
5614; IP 001; 
LiiUMbKIDE; 
ADIFAX; ARDIX; 
ISOLIPAN; SIRAN; 
OBESINE; FLURIL; 
DISPONDAL; 
REDUX 


:S)-N-ethyl-aIpha- 
Tiethyl-3- 

;trifluoromethyI)benz 
eneethanamine 


5HT reuptake 
Jihibitor i 


obesity; depression; 
licotine withdrawal 
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Drug delivery system 

controlled release 

GEOMATRIX 

paroxetine; 

paroxetine 

GEOMATRIX; 

PAXIL CR 




5HT reuptake 
inhibitor 


denres^inn 


FCE 25876 


(E)-N.methyl-3- 
phenyl-3-(4- 
trifluoromethylpheno 
Ky)-2-propen- 1 -ami 
ne 


SHT reuptake 
inhibitor 


depression 


FI 4500 




SHT reuptake 
inhibitor 


depression 


PI 4501 




SHT reuptake 
inhibitor 


depression 


FI4503 




SHT reuptake 
inhibitor 


deoression 


Fluoxetine, (R)-; (R)- 
fluoxetine 


(R)-N-methyl. 

gainma-[4- 

(trifluoromethyl)phen 

oxyjbenzenepropana 

mine 


SHT reuptake 
inhibitor 


migrame; cognitive 
defect; depression 


Fluvoxamine; 

fluvoxamine maleate; 

DU 23000; MK 264; 

SME3110; 

FEVARIN; 

FLOXYFRAL; 

LUVOX; 

DUMYROX; 

DUMIROX; 

FLAVOXYL; 

FAVERIN; 

DEPROMEL 


5-methoxy-l-[4- 
(trifluoromethyl)phen 
ylj-l-pentanone (E)- 
0-(2- 

aminoethyl)oxime 


SHT reuptake 
inhibitor 


depression; anxiety; 
obsessive compulsive 
disorder 


Litoxetine; SL ' ' 
810385 I 

■ 


K2- 

laphthalenylmethoxy i 
piperidine 


5HT reuptake 
Bhibitor 


iepression 


LY 280253 


Jnspecified f 
i 


>HT reuptake c 
nhibitor 


lepression 


LY 285974 


Jnspecified f 
i 


>HT reuptake c 
nhibitor 


iepression 
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Paroxetine 

hydrochloride; FR 
7051; BRL 29060; 
BRL 29060A; SI 
211103; SEROXAT; 
AROPAX; PAXIL; 
TAGONIS; 
FROSINOR; 
DEROXAT; 
SEREUPIN; 
MOTIVAN 


(3S-trans)-3-[(l,3. 

benzodioxol-5- 

yloxy)methyl]-4-(4- 

fluorophenyl)piper 

idine 


5HT reuptake 
inhibitor 


depression; obsessive 
compulsive disorder; 
anxiety 


Sertraline; CP 51974; 
CP 519741; CP 
5197401; LUSTRAL; 
ZOLOFT; 
ALTRULINE; 
TATIG: GLADEM 


(lS-cisH-(3,4- 

dichlorophenyl)- 

1,2,3,4-tetrahydro-N- 

tnethyM-naphthal 

eneamine 


5HT reuptake 
inhibitor 


depression; obsessive 
compulsive disorder; 
anxiety; sexual 
dysfunction; obesity 


Tianeptine; S 1574; 
STABLON 


7-[(3-chloro-6,n- 
dihydro-6- 

methyldibenzo[c,f][ 1 , 
2]thia2epin-ll- 
yl)aniino]heptanoic 
acid S,S-dioxide 


5HT reuptake 
inhibitor 


depression 


EMD 68843 


5-[4-[4-(5-cyano-3- 

indolyl)-butyl]-l- 

piperazinyl]b«izofura 

n-2-carboxamide 

hydrochloride 


5HT reuptake 
inhibitor; 5HT 
agonist; 5HT1A 
agonist 


depression 


YM 992; YM 35992 


(S)-2-[[(7-fluoro-2,3- 
dihydro-lH-inden-4- 
yl)oxy]methyl]morph 
oline hydrochloride 


5HT reuptake . 
inhibitor; 5HT 
antagonist; 5HT2A 
antagonist 


depression 


A 80426 


(R)-N-methyl-N- 
;(l,2,3,4-tetrahydro-' 
5-methoxy-l- 
iaphtbalenyl)methyl] 

-6- 

)en2ofuranethanamin 


5HT reuptake 
inhibitor; alpha 
adrenergic antagonist; 
alpha2 adrenergic 
mtagonist 


depression 


Antidepressants 


i 
i 


JHT reuptake 
nhibitor, alpha 
idrenergic antagonist; 
ilpha2 adrenergic 
mtagonist 


lepression 
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NS2347 




5HT reuptake 

inhibitor; dopamine 
reuptake inhibitor 


depression; cognitive 
defect 


NS 2389 




5HT reuptake 
inhibitor; dopamine 
reuptake inhibitor, 
noradrenalin reuptake 
inhibitor 


depression 


Drug delivery system, 
OROS oral controlled 
release venlafaxine; 
venlafaxine OROS; 
EFFEXORXL 




5HT reuptake 
inhibitor; 

noradrenalin reuptake 
inhibitor 


depression 


Duloxetine; LY 
248686 


(S)-N-methyl- 
ganuna-(l- 
naphthalenyloxy)-2- 
thiophenepropanamin 

e 


5HT reuptake 
inhibitor; 

noradrenalin reuptake 
inhibitor 


depression; urinary 
incontinence 


Venlafaxine; WY 
45030; EFFEXOR; 
EFEXOR; EFFEXOR 
XR; EFFEXOR XL 


(+,-)-l-[2- 
(dimethylamino)- 1 - 
(4> 

methoxyphenyl)ethyl] 
cyclohexanol 


5HT reuptake 
inhibitor, 

noradrenalin reuptake 
inhibitor; dopamine 
reuptake inhibitor 


depression; anxiety 


Ebalzotan; NAE 086 


(R)-3,4--dihydro-N-(l- 

methylethyl)-3-[(l- 

methyIethyl)propyla 

mino]-2H-l- 

benzopyran-5- 

carboxamide 


5HT1A agonist; 5HT 
agonist 


depression 


L 0068; F 11440 


4-methyl-2-[4-i4-(2- 

pyrimidinyl)-l- 

3iperazinyl]butyl]- 

1,2,4-triazine- 

3,5(2H,4H)-dione 


5HT1 A agonist; 5HT 
agonist 


anxiety; depression 


LY 274600 


[S)-l,2,3,4- 

tetrahydro-8- 

[methylthio)-N,N- 

lipropyl-2- 

laph&alenamine 

lydrochloride 


5HT1 A agonist; 5HT 
agonist 


sexual dysfunction; 
depression; irritable 
30wel s)aidrome 


LY 274601 

c 
I 


3^)-l,2,3,4- 

.etrahydro-8- j 

;methylthio)^N,N- 

iipropyl-2- 

laphdialenamoine 

lydrochloride 


5HT1 A agonist; 5HT 
igonist 


:exual dysfunction; 
lepression; irritable 
)owel syndrome 
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OPC 14523 


l.[3-[4-(3- 

chlorophenyl)-!- 

piperazinyl]propyl]- 

3,4-dihydro-5- 

niethoxy-2(lH)- 

quinolinone 


5HT1 A agonist; 
Sigma agonist; 5HT 
agonist 


depression; anxiety; 
obsessive compulsive 
disorder 


F 12682; F 14258 


N-[4-methoxy-3-(4- 
methyl-1- 

piperazinyl)phenyl]- 
4-<2-phenylethyl)-l-' 
piperazinecarboxamic 

e 


5HT1B/5HT1D 
inverse agonist 


depression 


GMC5036 


Mirtazepine analogue 


5HT2, 5HT3 
antagonist; alpha 2 
adrenergic antagonist; 
histaminergic 
antagonism; 


depression 


Levoprotiline; levo- 
oxaprotiline; 
oxaprotiline, R-(-) 
enantiomer; CGP 
12103A; 
CONSONAR 


(R)-alpha- 

[(methylamino)methy 
1]-9,10- 

ethanoanthracene- 
9(10H)-ethanol- 


5HT2A, 5HT2C 
SHTl A agonist alpha 
adrenergic agonist; 
SHTlDand 
histaminergic 
antagonist 


depression 


SB 243213 


2,3-dihydro-5- 

methyl-N-[(6-[(2- 

methyl-3- 

pyridinyl)oxy]-3- 

pyridinyl]-6- 

;trifluoromethyl)-lH- 

indole- 1 -carboxamide 


5HT2C antagonist; 
5HT antagonist 


depression; anxiety 


Zalospirone; WY 
47846 


(3aalfa,4beta,4aalfa,6 

aalfa,7beta,7aalfa)- 

3a,4,4a,6a,7,7a- 

hexahydro-2-[4-[4-(2- 

pyrimidinyl)-!- 

piperazinyl]butyl]- 

4,7-etheno-lH- 

cyclobut[f]isoindole- 

l,3(2H)-dione 


5HT3 antagonist 


anxiety; depression 


Drug delivery system, 
adenosine; adenosine 
drug delivery system; 
adenosine prodrug 


adenosine 5'-(l,4- 

dihydrotrigonellinate) 

-2',3'-0-bis-benzoate 


adenosine agonist 


anxiety; depression 
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Midaxifylline; IRFI 
117 


S-d- 

aminocyclopentyl)- 
3,7-dihydro-l,3- 
dipropyl- IH-purine- 
2,6-dione 


adenosine antagonist; 
adenosine Al 
antagonist 


cognitive defect; 
depression; kidney 
disease 


MCI 225 


4-(2-fluorophenyl)-2- 

methyl-6-(piperazin- 

l-yl>3a,7a- 

dihydrothieno[2,3- 

djpyrimidine 


Adrenergic and 
serontemergic 
reuptake inhibitor 


cognitive defect; 
depression 


Adrafinil; adrafinai; 
CRL 40028; 
OLMIFON 


2- 

[(diphenylmethyl)sulf 
inyl]-N- 

hydroxyacetamide 


alpha adrenergic 
agonist 


neurological 
depression 


Modafinil; CRL 

40476; CEP 1538; 

MODIODAL; 

PROVIGIL; 

ALERTEC; 

MODASOMIL 


2- 

[(diphenylmethyl)sulf 
inyljacetamide 


alpha adrenergic 
agonist 


neurological 
depression 


SDZNVI085 


(-)-(4aR,10aR)- 

3,4,4a,5,10,10a- 

hexahydro-6- 

methoxy-4-methyl-9- 

methylthio-2H- 

iiaphth[2,3,b]-l,4- 

oxazine 


alpha adrenergic 
agonist; alphal 
adrenergic agonist 


neurological 

depression; 

depression 


Imiloxan; RS 21361 


2-[(2,3-dihydro-l,4- 
3en2odioxin-2- 
/l)methyl]-l-ethyl- 
IH-imidazole 


alpha adrenergic 
antagonist 


depression 


ORG 6906 




alpha adrenergic 
antagonist 


depression 


Setiptiline; teciptiline; 
MO 8282; ORG 
8282;TECIPUL 


Z,3,4,9-tetrahydro-2- 
nethyHH- 
iibenzo[3,4:6,7]cyclo 
leptafl ,2-cJpyndme 


alpha adrenergic 
antagonist 


depression 


Atipamezole; MPV 
1248; ANnSEDAN ( 

! 


K2-ethyl-2,3- 
iihydro-lH-inden-2- i 
i^l)-lH-imida2ole ! 


dpha adrenergic 
uitagonist; alpha2 
idrenergic antagonist c 


sexual dysfunction; 
ilcoholism; 
iepression; 
lypotension; 
iiabetes; anxiety 
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CH 38083 


[8aS- 

(Saalpha, 1 1 alpha, 1 2a 
alpha,13aalpha)]- 
5,8,8a,9,10,l 1,12,12^ 
13,13a -decahyd^o- 
6H-benzo[g]-l,3- 
beiizodioxolo[S,6- 
a]quinolizin-ll-ol 
hydrochloride 


alpha adrenergic 
antagonist; alpha2 
adrenergic antagonist 


depression 


MK 912; L 657743 


(2S-trans)- 

l,3,4,5',6,6',7,12b- 

octahydro-r,3'- 

dimethylspiro[2H- 

benzofiiro[2,3- 

ajquinolizine- 

2,4'(rH)-pyrimidin]- 

2X3'H)-one 

monohydrochloride 


alpha adrenergic 
antagonist; alpha2 
adrenergic antagonist 


depression 


Idazoxan; RX 
781094; RX 781094 
A 


2-(2,3-dihydro-l,4- 
benzodioxin-2-yl)- 
4,5-dihydro-lH- 
imidazole - 


alpha adrenergic 
antagonist; alpha2 
adrenergic antagonist; 
antiproliferative agent 


Parkinson disease; 
depression; 
cardiovascular 
disease; retinopathy 


A 75200 


(R*R*H+,.)-3- 
phenyl-1 -[(6,7,8,9- 
tetrahydronaphtho[ 1 ,2 
-d]-l,3-dioxol-6- 
yl)methyIlpyrrolidine 


alpha adrenergic 
antagonist; alpha2 
adrenergic antagonist; 
noradrenalin reuptake 
inhibitor 


depression 


Napitane; ABT 200; 
A 75200 


(R*R*HV)-3- 
phenyH-[(6,7,8,9> 
tetrahydronaphtho[ 1 ,2 
-d]-l,3-dioxol-6- 
yl)methyllpyrrolidine 


alpha adrenergic 
antagonist; alpha2 
adrenergic antagonist; 
noradrenalin reuptake 
inhibitor 


depression 


ORG 9768 




alpha adrenergic 
antagonist; alpha2 
adrenergic antagonist; 
noradrenalin reuptake 
inhibitor 


depression 


Reboxetine; FCE 
20124; FCE 21684; 
EDRONAX; 
PROLIFT 


[R*,S*)-2-[(2- 

5thoxyphenoxy)phen 

/lmetiiyl]morpholine 


ilpha adrenergic 
antagonist; alpha2 
idrenergic antagonist; 
loradrenalin reuptake 
nhibitor 


lepression 


AMPA receptor 
modulators. 




\MP A receptor s 
nodulators c 


K^hizophrenia; 
iepression 
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Dehydroepiandroster 
one analogues; 
DHEA analogues, 




androgen 


atherosclerosis; 
depression 


. Drug delivery system, 
dehydroepiandrostero 
ne; 

dehydroepiandrostero 
ne delivery system; 
drug delivery system, 
DHEA 




androgen 


atherosclerosis; 
depression 


Adinazolam; 
adinazolam mesylate; 
adinazolam mesilate; 
U41123F;U41123; 
DERACYN 


8-chloro-N,N- 

dimethyl-6-phenyl- 

4H- 

(l,2,4)triazolo(4,3- 
a)(l ,4)benzodiazepine 
-1-methanamine 


benzodiazepine 


anxiety; depression 


Flumazenil; 

flumazepil; 

flumenazil; Ro 

151788; ANEXATE; 

MAZICON; 

LANEXAT; 

ROMAZICON 


8-fluoro-5,6-dihydro- 

5-methyl-6-oxo-4H- 

imidazo[l,5- 

a][ 1 ,4]benzodiazepine 

-3-carboxylic acid . 

ethyl ester 


benzodiazepine 
antagonist 


neurological 
depression; liver 
disease 


Flerobuterol 


alpha- 

[[(l,l,dimethylethyl)a 
mino]methyl]-2- : 
fluorobenzenemethan 
ol 


beta adrenergic 
agonist 


depression 


SR568ll;SR 
58611 A; SR 58611; 
ME 3411 


[R-(R*,S*)]-[[7-[[2- 

3-clilorophenyl)-2- 

hydroxyethyl]amino]- 

5,6,7,8-tetrahydro-2- 

nq3hthalenyl]oxy]ace 

tic acid ethyl ester 

lydrochloride 


3eta adrenergic 
agonist; beta3 
adrenergic agonist 


irritable bowel 
syndrome; obesity; 
depression 


KP840 

■ 


diethyl 1,4-dihydro 
2,6-dimethyl-4-(3- 
Bthynyl phenyl)-3,5- 
pyridine-dicaiboxylic 
acid 


[:alcium antagonist 


ischemia; depression 


Topiramate; KW 
6485; McN 4853; 
RWJ 17021; 
rOPAMAX 


2,3:4,5-bis-0-(l- 

cnethylethylidene)- 

aeta-D- 

Eructopyranose 
mlfamate 


carbonate dehydratase ( 
inhibitor; sodium ( 
channel blocker; 
\MPA antagonist; 
jrABA agonist; 
>iutamate antagonist 


jpilepsy; psychosis; 
lepression 



San Diego-144144.1 



Page 2065 



wo 00/50639 



PCTAJSOO/01392 



CMI477 


(lS-exo)-2-(6-chloro- 
3-pyridinyl)-7- 
azabicyclo[2.2.1]hept 
ane 


' cholinergic agonist; 
nicotinic agonist; 
analgesic 


obesity; depression; 
Alzheimer disease; 
nicotine withdrawal 


Corticotropin 
releasing factor 
analogue 




CRF analogue 


anxiety; depression 


AXC 2219 




CRF antagonist 


depression; anxiety 


AXC 4007 




CRF antagonist 


depression; anxiety 


CRA 1000 


INDEX NAME NOT 
YET ASSIGNED 


CRF antagonist 


depression; anxiety 


CRA 1001 




CRF antagonist 


depression; anxiety 


CRF antagonist, 




CRF antagonist 


depression; anxiety 


CRF antagonists 




CRF antagonist 


depression; anxiety 


CRF receptor 
antagonist; 
corticotropin 
releasing factor 
antagonist 




CRF antagonist 


depression 


CRF2 antagonists. 




CRF antagonist 


depression; anxiety 


NBI 103 




CRF antagonist 


depression; eating 
disorder 


NBI 104 




CRF antagonist 


depression; stroke 


NBI 30545 

■ 


-(2,4- 

dimethoxyphenyl)-N- 
2-methoxyethyl)-2,5- 
dimethyl-N- 
propylpyrazolo[l,5- 
a]pyrimidin-7-amine 


CRF antagonist 


anxiety; depression 


NBI 30775; R 121919 




CRF antagonist 


anxiety; depression; 
iddiction 


NGD 981; NGD 98-1 




I;RF antagonist c 


epression; anxiety 


PD 171729 

( 
( 

I 

e 


>utyl-[3[(2,4. ( 
ichloro-phenyl)-2,5- 
imethyl- 
)yra2olo(l,5- 
Opyrimidin-7-yl]- 
Jthyl-amine 


:^RF antagonist i 


mxiety; depression 


iPivagabine; PG 2; < 
TONBRG c 
a 


t-[(2,2-dimethyl-l- ( 
>xopropyl)amino]but 
inoic acid 


ZKF modulation 


epression 
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DMP695 


N-(2-chloro-4,6- 

diraethylpheny 1)- 1 - 

[2-methoxy-l- 

(methoxymethyl)ethy 

I]-6-methyHH-l,2,3- 

triazolo[4,5- 

c]pyridin-4-amine 

monomethanesulfonat 

e 


CRH antagonist 


anxiety; depression 


SA 627 


N-(2-bromo-4,6- 
dimethoxyphenyI)-N- 
ethyl-4-methyI-6-(4- 
morpholinyl)- 1,3,5- 
triazin-2-amine 


CRH antagonist 


depression; anxiety 


SC 241 




CRH antagonist 


anxiety; depression 


Etrabamine; JL 14839 


4,5,6,7-tetrahydro-N- 

methyl-6- 

benzothiazolamine 


dopamine agonist 


depression 


MR 708 


N-acetyl-DL- 
phenylalanine with 
tricyclo[3.3.1.13,7]de 
can- 1 -amine (1:1) 


dopamine agonist 


depression 


Roxindole; EMD 
62100; EMD 49980; 
EMD 62080 


3-{4-(3,6-dihydro-4^ 
phenyl-l(2H)- 
pyridyl)butyl)indol-5- 
ol 


dopamine agonist; 
5HT reuptake 
inhibitor 


depression 


Amisulpride; 

aminosuitopride; 

AST;bAN2163; 

SOCIAN; SOLIAN; 

ENORDEN; 

DENIBAN; 

SULAMID 


4- amino-N-[(l-ethyl- 

2- 

pyrroIidinyl)methyl]- 

5- (ethylsulfonyl)-2- 
methoxy benzamide 


dopamine agonist; 
dopamine antagonist 


schizophrenia; 
depression 


Pergolide; pergolide 

mesylate; LY 141B; 

LY 127809; 

PERMAX; 

CELANCE; 

PHARKEN; 

PARKOTIL 


[8beta)-8- 

(inethylthio)methyl]- 
5-propylergoline ( 


opamine agonist; 
opamine Dl agonist; ( 
lopamine D2 agonist 


Parkinson disease; 
depression 
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Pramipexole; 

pramipexole 

dihydrochloride; SMI 

919; U 98528E; 

SND919CL2Y;PNU 

98528E; SIFROL; 

MIRAPEX; 

DAQUIRAN; 

MIRAPEXDM; 

FIROL 


(S)-2-amino-4,5,6,7- 
tetrahydro-6- 
)(propylamino)- 
benzothiazole 


dopamine agonist; 
dopamine D2 agonist 
dopamine D3 agonist 


Parkinson disease; 
; schizophrenia; 
depression 


GYKI 52895 


4- (8-methyl-9H-l,3- 
dioxolo[4,5- 
h][2,3]benzodiazepin- 

5- yl)-benzodiazepine 


dopamine reuptake 
inhibitor 


depression 


HOE 249 


(+)-2-[(3- 
chlorophenyl)-IH- 
imidazol-l- 
ylmethyl]tricyclo[3.3 . 
l.l(3,7)ldecan-2-ol 


dopamine reuptake 
inhibitor 


depression 


NS2200 




dopamine reuptake 
inhibitor 


Parkinson disease; 
depression; addiction 


OPC 14117 


N-(2,3-dihydro-7- 

hydroxy-2,2,4,6- 

tetramethyl-lH- 

inden-l-yl)-4-(3- 

methoxypheny 1)- 1 - 

piperazineacetamide 


free radical scavenger 


neurological 
depression 


GABA-based 
depression therapy, 




GAB A agonist 


depression 


COP 35348 


(3- 

aminopropyl)(diethox 

ymethyl)phosphinic 

acid 


GAB A antagonist 


depression 


Suritozole; MDL 
26479 

1 


2,4-dimethyl-5-(3- 
uorophenyl)-3H- 
,2,4-triazole-3- 

liione 


GAB A inverse 
igonist 


depression; cognitive 
lefect 


Valproate ; 
scniisoaiumj i 
divalproex sodium; 
semisodium 
valpioate;AB 50711; 
DEPAKOTE; 
EPIVAL; VALCOTE 


i-propylpentanoic ( 
icid sodium salt (2:1) 


3AB A receptor t 

s 
c 


epilepsy; migraine; 

;chizophrenia; 

lepression 
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Gabapentin; CI 945; 
GO 3450; GOE 2450; 
NEURONTIN 


1- 

(aminomethyl)cycloh 
exaneacetic acid 


GAB A release; 
analgesic 


epilepsy; anxiety; 
pain; neuropathy; 
psychosis; depression 


A.CPC; cycloleucine; 

cycloleucin; NSC 
1026; WR 14997 


1- 

aminocyclopentaneca 
rboxylic acid 


glutamate antagonist; 
NMD A antagonist 


coronary artery 
disease; anxiety; 
depression; stroke; 
epilepsy; addiction 


BN 50043 


N-allyl N-isopropyl 

(p-chlorophenyl-4- 

piperidino)-2 

acetamide 

hydrochloride 


Imipramine binding 
site 


depression 


L 671776 


3',4',4'a,5',6',7',8',8V 

octahydro-4,ff- 

dihydroxy-6- 

(hydroxymethyl)- 

2»,5',5',8*a- 

tetramethyIspiro[benz 
ofuran-2(3H),r(2'H)- 
aaphthalene]-5- 
carboxaldehyde 


inositol 

monophosphatase 
inhibitor 


depression 


Befloxatone; MD 
370503 


(R)-5- 

(methoxymethyl)-3- 

(P"((R)-4,4,4- 

trifluoro-3- 

hydroxybutoxy)pheny 

l)-2-oxazolidinone 


MAO A inhibitor; 
MAO inhibitor 


depression; anxiety; 
nicotine withdrawal 


Brofaromine; CGP 

11305A; 

CONSONAR 


4-(7-bromo-5- 

methoxy-2- 

>eiizofuranyl)piperidi 


MAO.Ainhibitor; 
MAOinhibitor 


depression 


BW 1370U87 


1 -ethylphenoxathiin 
10,10-dioxide 


MAO A inhibitor; 
MAO inhibitor 


depression; anxiety 


CS 8359; RS 8359 


[+,-H-[(6,7^dihydro- 

7-hydroxy-5H- 

:yclopentapyriinidin- 

/Oaminolbenzonitrile 


MAO A inhibitor; 
MAO inhibitor 


depression 


E2011 

( 

f 

i 


;R-(R*,S*)]-gamma- 1 

iydroxy-6-[5- 

;methoxymethyl)-2- 

)xo-3-oxazoIidinyI]- 

j- 

)enzothiazolebutanen 
trile 


V[AO A inhibitor; t 
VIAO inhibitor 


lepression 
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Esiq)rone;LU 43839 


ethanesulfonic acid 
3, 4-dimethy 1-2-0X0- 
2H- 1 -benzopyran-?- 
yl ester 


MAO A inhibitor, 
MAO inhibitor 


depression 


Moclobemide; Ro 

111163; Ro 

111163/000; 

AURORIX; 

MANERK; 

ACUILIX; 

MOCLAMINE 


4-chloro-N-[2-(4- 

tnorpholinyl)ethyl]be 

nzamide 


MAO A inhibitor; 
MAO inhibitor 


depression 


Pirlindole; pyrasidol; 
pyrazidol; pyrazidole; 
LIFRIL; 
PYRAZIDOL; 
EUTHYM 


2,3,3a,4,5,6- 
hexahydro-8-methyl- 
lH-pyrazmo[3,2,l- 
jkjcarbazole 


MAO A inhibitor; 
MAO inhibitor 


depression 


Drug delivery system, 
controlled release 
selegiline; selegiline 




MAO B inhibitor, 
MAO inhibitor 


depression 


Drug delivery system, 
transdermal 
selegiline; selegiline 
transdermal 




MAO B inhibitor; 
MAO inhibitor 


Alzheimer disease; 
depression 


MDL 72145 


(E)-(beta- 

fluoromethylene)-3,4- 
dimetfaoxybenzeneeth 
anamine 
hydroehioride : ; 


MAO B inhibitor; 
MAO inhibitor 


depression; Parkinson 
disease 


KP157 




MAO inhibitor; MAO 
A inhibitor 


depression 


KP9 




MAO inhibitor; MAO 
A inhibitor 


depression 


1794 


(R)-3-[6- 

(cyclopropylmethoxy 
)-2-naphthalenyl]-5- 
methoxymethyl)-2- 
oxazolidinone 


MAO inhibitor, MAO 
A inhibitor 


depression 


SL 650477; SL 
65.0477 


[R-(R*,R*)]«5- 

[methoxymethyl)-3- 

;6-(4,4,4-trifluoro-3- 

iydroxybutoxy)-3- 

>enzoforanyl]-2- 

Dxazolidinone 


MAO inhibitor; MAO 
A inhibitor; MAO B 
inhibitor; 
^xazolidinone 


depression; Parkinson 
lisease 


Agomelatine; S 
20098 


[^-[2-(7-methoxy-l- i 

iaphthalenyl)ethyl]ac 

stamide 


neiatonin agonist 


epression; insonmia 
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Melatonin 
modulators; 
melatonin analogues 




Melatonin analogues 


depression; infertility 


. Neuropeptide Y 
antagonists 




neuropeptide Y 
antagonist; 
neuropeptide Y2 
antagonist 


hypotension; obesity; 
depression 


RBIOI 


N-[2-[[[2-amino-4- 
(methylthio)butyl]dit 
hio]methyl]- 1 -oxo-3- 
phenylpropyl]-L- 
phenylalanine 
phenylmethyl ester 


neutral endopeptidase 
inhibitor 


addiction; depression 


EGYT4201 


ethanesulfonic acid 
compd. with 5- 
chloro-2-(2-iniino-3- 
thiazolidinyl)benzami 
ne(2:l) 


Nonmomoaminergic 
action 


depression 


COR 3224 


4,5^ihydro-5-((4- 
phenyl-1- 

piperazinyl)methyl)- 
2-oxazolamine 


Nontricyclic action 


depression 


Minaprine; minaprine 

hydrochloride; 

minaprina;CB 

30038 • 30038 GB; 

AGR 1240; 

CANTOR; 

KANTOR; ALCAS; 

NORTIMIC; 

BRAimjR; 

ISOPULSAN 


4-[2-[(4-methyl-6- 
phenyl-3- 

pyridazinyl)amino]et 
hyljmorpholine 


Nontricyclic action 


depression 


Amfebutamone; 
bupropion 
hydrochloride; 
bupropion; bupropin; 

BW323U; 

WELLBUTRIN; 

ZYBAN 


(+,-)'l-(3' 
chlorophenyl)-2- 

[(1,1- 

dimethylethyI)amino] 
•1-propanone 


aoradrenalin reuptake 
inhibitor 


leoression* nicotine 
ndthdrawal; obesity 


Beloxepin; ORG ( 
4428 


Ms-2,10-dimethyl- i 
l,2,3,4,4a,13b- i 
lexahydrodibenz- 
2,3:6,7]oxepino [4,5- 
;]pyridin-4a-ol 


loradrenalin reuptake c 
nhibitor 


lepression 
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Dexnafenodone; LU 
43706 


(S)-2-[2- 

(dimethylamino)ethyl 
]-3,4-dihydro-2- 
phenyl-l(2H)- 
naphthalenone 


noradrenalin reuptake 
inhibitor 


) depression 


Hydroxynortriptyline 


(E)-10-ll-dihydro-5- 
[3- 

(methylamino)propyl] 
dene]-5H-dibenzo- 
[a,d]cyclohepten- 1 0- 
ol 


noradrenalin reuptake 
inhibitor 


depression 


Drug delivery system, 
sustained release 
milnacipran; 
milnacipran sustained 
release 




noradrenalin reuptake 
inhibitor; 5HT 
reuptake inhibitor 


depression 


Milnacipran; 
midalcipran; 
midacipran; F 2207; 
TN912; 

DALCIPRAN; IXEL 


cis-(+,-)-2- 

(aminomethyl)-N,N- 

diethyH- 

phenylcyclopropanec 
arboxamide 


noradrenalin reuptake 
inhibitor; 5HT 
reuptake inhibitor 


depression 


1555; 1555U88;-.B-W 
1555U88 


[2S- 

(2alpha,3alpha,5alpha 
)]-2-(3,5- 

difluorophenyl)-3,5- 
dimethyl-2- 
morpholinol 
hydrochloride 


noradrenalin reuptake 
inhibitor; dopamine 
reuptake inhibitor 


attention deficit 
disorder; nicotine 
withdrawal; 
depression; psychosis 


Nalmefeie; 
tialmetrene; JF 1; 
INCYSTENE; 
ARTHENE; 

FENARC; 

CERVENE; REVEX 


17- 

Ccyclopropylmethyl)- 
4,5alpha-epoxy-6- 
methylenemorphinan- 
3,14-diol 


opiate antagonist; 
^^SAID 

■ 


intoxication; 
alcohoUsm; pruritis; 
Dbesity; neurological 
depression; 
rheumatoid arthritis; 
:ystitis; trauma 


Oxytocin antagonist 




oxytocin antagonist; 
liuretic c 
( 


mxiety; depression; 
obsessive compulsive 
isorder; epilepsy; 
leart failure 


NS 1546 


r 


)otassium channel c 
nodulator 


epression 


Potassium channel 
modulators 




)otassium channel c 
nodulator e 

c 
a 


:ognitive defect; 
attention deficit 
lisorder; depression; 
LSthma; diabetes 
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Igmesine; igmacine; 
10 1784 


(+)-N-(l,4-diphenyl- 
3-butenyl)-N- 
methylcyclopropane 
methanamine 


sigma agonist 


depression; cognitive 
defect; diarrhea 


SA4503 


l-[2-(3,4. 

dimethoxyphenyl)eth 
yl]-4.(3- 

phenylpropyl)piperaz] 
ne dihydrochloride 


sigma agonist 


Alzheimer disease; 
depression; cognitive 
defect; stroke 


GW 273293 




sodium channel 
blocker 


epilepsy; depression 


Lamotrigine; BW 
430C; LAMICTAL 


6-(2,3- 

dichlorophenyl)- 

l,2,4-triazine-3,5- 

diamine 


sodium channel 
blocker 


epilepsy; psychosis; 
depression 


MK869 




substance P 
antagonist 


depression; anxiety; 
schizophrenia; emesis 


Sifaprazine; FI 4303 


1^(2- 

(phenylmethyOphenyl 
)-4-methylpiperazine 

hydrochloride 


Tricyclic 

antidepressant 

activity 


depression 


Antidepressant 


N'.[5-[(2- 

chlorophenyl)methyle 

ne]-4,5-dihy<iro-6- 

niethyl-3- 

pyridazinyl]-N,N- 

dimethyl-1,2- 

ethanediamine 


Unknown ' 


depression" 


Antidepressant, PPRT 
152 


St John's Wort 
herbal remedy extract 


Unknown 


depression 


ATX 70 

1 

( 


(SP-4-2)-[[N,N*- 
:[7,12-bis[l. 
;decyloxy)ethyl]- 
3,8,13,17- 

tetramethyl-21H,23H- 
[K)rphine-2, 1 8-Kiiyl- 
cappaN2 1 jcappaN22, 
cappaN23,kappaN24] 
3is(l-oxo-3,l- 
3ropanediyl)]bis[L- 
ispartato]](6-)]gallate 
3-) trihydrogen 


Unknown 


depression; cancer 


Bipenamol; BW ; 
647U ( 

] 
c 


H[2- 

aminomethyl)phenyl 
thio]benzenemethan 
>1 


Jnknown c 


epression 
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BW 403U76 




Unknown 


depression 


CGP 25454 




Unknown 


depression 


CS 2232 




Unknown 


depression 


Dclfaprazine;FI4310 


1 -(alpha2-phenyl-2,5- 
xylyl)-piperazine 


Unknown 


depression 


Depression therapy 




Unknown 


depression 


E5505 




Unknown 


depression 


ORG 12437 




Unknown 


depression 


ORG 20091 


5-chloro-4-(I,2,5,6- 
tetrahydro- 1 -methy 1- 
3-pyridinyl)-2- 
thiazolamine (Z)-2- 
butenedioate (2:1) 


Unknown 


depression 


YKP lOA 




Unknown 


depression 


DGAVP; ORG 5667 


8-L-arginine-9- 

deglycinamidevasopr 

essin 


Vasopressin 


depression 


Vasopressin 
antagonist, 




vasopressin 
antagonist; diuretic 


anxiety; depression; 
obsessive compulsive 
disorder; epilepsy; 
beart failure 



Table 29. Current Candidate Therapeutic Interventions for the Treatment of Epilepsy 



Product Name 


Chemical Name 


Action 


Indication 


MMPQ; SRC 820; 
SRC 820R 


2-methyl-3-(3- 

methyl-2-pyridinyl)- 

4{3H)-quinazolinone 


5HT neuromodulation 


epilq>sy 


Adenosine regulating 
agents, epilepsy 


Unspecified 


adenosine regulating 
agent 


epilepsy 


Adenosine utilization 
inhibitors, epilepsy 


Unspecified 


adenosine regulating 
agent 


epilepsy 


GP 3269; GP 13269 


7-(5-deoxy-beta-D- 

ribofiiranosyl)-N-(4- 

fluorophenyl)-5- 

phenyl-7H- 

pyrroIo[2,3- 

dlpyrimidin-4-amine 


adenosine regulating 
agent 


epilepsy 


SNAP 51 14 


l-[2-[tris(4- 

methoxyphenyl)meth 

oxy]ethyl]-3- 

piperidinecarboxylic 

acid 


amine uptake 
inhibitor 


epilepsy; anxiety; 
insomnia 
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LY 215490 


(3alpha,4aalpha,6beta 

,8aalpha)-decahydro- 

6.[2-(iH-tetrazol-5- 

yl)ethyl]-3- 

isoquinolinecarboxyli 

c acid 


AMPA antagonist; 
glutamate antagonist 


epilepsy 


LY 293558 


[3S- 

(3alpha,4aalpha,6beta 

,8aalpha)]-decahydro- 

6-[2-(lH-tetrazol-5- 

yl)ethyl]-3- 

isoquinolinecarboxyli 

c acid 


AMPA antagonist; 
glutamate antagonist 


heart ischemia; 
q^ilepsy 


SYM2189 


Unspecified 


AMPA antagonist; 
glutamate antagonist 


stroke; epilepsy 


SYM 2206 


8-(4-aminophenyI)-5- 
methyl-N-propyH ,3- 
dioxoIo[4,5- 
g]phthaIazine-6(5H)- 
carboxamide 


AMPA antagonist; 
glutamate antagonist 


stroke; epilepsy 


Pregabalin; CI 1008; 
PD 144723 


(S)-3-(aminomethyl)- 

5-methyl-hexanoic- 

acid 


analgesic 


epilepsy; pain 


mu-conopq)tides 


Unspecified 


analgesic; peptide; 
sodium channel 
blocker 


pain; epilepsy 


ADD 196022 


4-[(4. 

chlorophenyl)amino]- 
6-niethyl-2-oxo-3- 
cycIohexene-1- 
carboxylic acid 
methyl ester 


Antiepileptic agent 
with unspecified 
mechanism of action 


epilepsy 


ADD 55051 

■ 


4< 

chlorobenzenesulfona 
mide 


Antiepileptic agent 
with unspecified 
mechanism of action 


epilepsy 


AHN649 


;9alpha,13alpha,14alp 

lia)-17-methyl- 
[norphinan-3-amine 


Antiepileptic agent 
with imspecified 
tnechanism of action 


epilepsy; neuropathy 


Ameltolide; LY 
201116; ADD 75073 


-amino-N-(2,6- 
iimethylphenyl)benz \ 
rniide i 


Antiepileptic agent 
ivith unspecified 
nechanism of action 


epilepsy 


Anticonvulsant 

c 


TR>7-[1.(4- 
:hlorophenoxy)ethyl] \ 
l,2,4]triazolo[l,5- t 
ijpyrimidine 


\ntiepileptic agent c 
ivith unspecified 
nechanism of action 


jpilepsy 
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Anticonvulsants 


Unspecified 


Antiepileptic agent 
with unspecified 
mechanism of action 


epilepsy 


Antiepileptic 


4-phenoxy-2-(4- 
propyl- 1- 

piperazinyl)quinazoli 

ae 


Antiepileptic agent 

with unspecified 
mechanism of action 


epilepsy 


Antiepileptic 


(S)-2-amino-4,5- 
dihydro-5-(2- 
niethylpropyl)-4-oxo- 
IH-imidazole-I- 
carboxylic acid 
phenylmethyl ester 


Antiepileptic agent 
with unspecified 
mechanism of action 


epilepsy 


Antiepileptics 


Unspecified 


Antiepileptic agent 
with unspecified 
mechanism of action 


epilepsy 


B974 


N-(alpha,alpha,alpha- 

trifluoro-m- 

tolyl)piperazino-2- 

acetamido-4- 

methylthiazole 


Antiepileptic agent 
with unspecified 
mechanism of action 


epilepsy 


Benzoidazoxan 


6-,7-benzoidazoxan 


Antiepileptic agent 
with unspecified 
mechanism of action 


epilepsy 


Carabersat; SB 
204269; SB 
204269EO 


(3R-trans)-N-(6- 

acetyI-3,4-dihydro-3- 

hydroxy-2,2- 

dimethyl-2H-l-be 

nzopyran-4-yl)-4-' 

fluorobenzamide 


Antiepileptic agent 
with unspecified 
mechanism of action 


epilepsy 


CGS 18416 


Unspecified 


Antiepileptic agent 
with imspecified 
mechanism of action 


epilepsy 


CHF2993 


Unspecified 


Antiepileptic agent 
with unspecified 
mechanism of action 


epilepsy 


CHF 3381 


Unspecified 


Antiepileptic agent 
with unspecified 
mechanism of action 


spilepsy 


D 20443 

i 
t 


2-amino-4-[[(4- 
iuorophenyl)methyl] 
amino]phenyl]carbam 
c acid ethyl ester 
iihydrochloride 


Antiepileptic agent 
ivith unspecified 
nechanisra of action 


epilepsy 
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D2624 


Unspecified 


Antiepileptic agent 
with unspecified 
mechanism of action 


epilepsy 


. Endixq)rme; SR 
41378 


l.[6-(2,4- 
dichIorophenyl)-3- 
pyridazinyl]-4- 
piperidinol 


Antiepileptic agent 
with unspecified 
mechanism of action 


epilepsy 


F721 


5-[4. 

(trifluoromethyl)phen 
yl]-3-(diethylamino)- 
2,2-dimethylpropyl 2- 
fiirancarboxylic acid 
ester hydrochloride 


Antiepileptic agent 
with unspecified 
mechanism of action 


epilepsy 


FCE 23819 


Unspecified 


Antiepileptic agent 
with unspecified 
mechanism of action 


epilepsy 


Haikoseride; ADD 
234037 


Unspecified 


Antiepileptic agent 
with unspecified 
mechanism of action 


epilepsy 


Lodaxs^rine; CM 
40907 


l-(6.(2- 

chlorophenyl)-3- 

pyridazinyl)-4- 

piperidinol 


Antiepileptic agent 
with unspecified 
mechanism of action 


epilepsy 


Loreclezole; R 72063 


(Z)-l-[2-chlon)-2- 
(2,4- 

dichlorophenyl)etiien 
yll-lH-l,2,4-triazole 


Antiepileptic agent 
with unspecified 
mechanism of action 


epilepsy 


LY 193453 


Ameltotide derivative 


Antiepileptic agent 
with unspecified 
mechanism of action 


epilepsy 


LY 228721 

• 


Bentamide amelotide 
derivative 


Antiepileptic agent 
with unspecified 
mechanism of action 


epilepsy 


LY 274959 


Unspecified 


Antiepileptic agent 
Kvith unspecified 
nechanism of action 


epilepsy 


MS 16056 

i 
I 


l-(3-phenyl-5-' 
isoxazolyI)-3-(l- y 
anidazolyl)- i 
nethylindole 
lydrochloride 


Antiepileptic agent t 
rniti imspecified 
nechanism of action 


epilepsy 


NFS 1776 


Jnspecified i 

V 

t 


\ntiepileptic agent e 
vitfa unspecified 
nechanism of action 


jpilepsy 
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Oxcarbazepine; CGP 
47680; KIN 493; GP 
47680; TRILEPTAL; 
rOXECAR 


10,11-dihydro-lO' 
0XO-5H- 

dibenz[b,f]a2epine-5- 
carboxamide 


Antiepileptic agent 

with unspecified 
mechanism of action 


epilepsy; diabetes; 
neuropathy 


Ro 70213 


Unspecified 


Antiepileptic agent 
with unspecified 
mechanism of action 


epilepsy 


RWJ 37868 


2-(4-chlorobenzoyl)- 

piperidinyl)acetyl]- 
1 ,3,5-trimethylpyiTole 


Antiepileptic agent 
with unspecified 
mechanism of action 


epilepsy 


RX 751067 


Unspecified 


Antiepileptic agent 
with unspecified 
mechanism of action 


epilepsy 


SL 900571 


Unspecified 


Antiepileptic agent 
with imspecified 
mechanism of action 


epilepsy 


Soretolide; D 2916 


2,6-dimethyl-N-(5- 
methyl-3- 

isoxazolyl)benzamide 
; aryl-isoxazole 
carboxamide 
derivative 


Antiepileptic agent 
with unspecified 
mechanism of action 


epilepsy 


Stiripentol; BCX 
2600 


4,4-.diniethyH-[(3,4- 
methylenedioxy)phen 
yll-l-penten-3-ol 


Antiepileptic agent 
with unspecified 
mechanism of action 


epilepsy 


TV 141 


Unspecified 


Antiepileptic agent 
wifli imspecified 
mechanism of action 


epilepsy 


TV 1901 


Unspecified 


Antiepileptic agent 
with unspecified 
mechanism of action 


Epilq}sy 


Clobazam;HR376; 

H 4723; LM 2717; 

NH 15; FRISIUM; 

CLIDIZAN; 

GRIFOCLOBAM; 

URBADAM; 

FRISIN;URBANYL; 

URBANIL; 

MYSTAN 


7-chloro-l-methyl-5- 
phenyl-lH-1,5- 
3enzodia2epine-2,4- 
(3H,5H)-dione 


benzodiazepine 


anxiety; epilepsy 


GYKI 52466 


1 -(4-aniinophenyl)-4-' 
[nethyl-7,8- 
nethylenedioxy-SH- 
Z,3-benzodiazepine 


benzodiazepine 


jpilepsy 
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Midazolam; Ro 

213981/001; Ro 

213981/003; 

HYPNOVEL; 

VERSED; 

DORMICUM 


8-chloro-6-(2- 

fluorophenyl)-!- 

methyWH- 

imidazo[U5- 

^] [ 1 ,4]beiizodiazepine 


benzodiazepine 


anxiety; epilepsy 


Ro 417812 


Unspecified 


benzodiazepine 


epilepsy 


Ro 428773 


Unspecified 


benzodiazepine 


epilepsy 


FG 8205; L 663581 


7-chloro-4,5-dihydro- 

5- methyl-3-[5-(l- 
methylethyl)- 1,2,4- 
oxadiazol-3-yl]-6H- 
imida2o[l,5- 

^] [1 »4]ben2odia2epin- 

6- one 


benzodiazepine 
partial agonist 


epilepsy; anxiety 


CNS 1067 


Unspecified 


calcium antagonist 


epilepsy 


U54494A 


cis-3,4-dichloro-N- 

methyl-N-[2-(l- 

pyrrolidinyl)cyclohex 

yljbenzamide 

monohydrochloride 


calcium antagonist 


epilepsy 


MPS 846 


Unspecified 


calcium antagonist; 
analgesic 


stroke; epilepsy; pain 


Flunarizine; R 14950; 

FLUZINA; 

SBELIUM; 

ZnSfASEN; 

SESNARBO; 

RIZENA; 

SINAZINE; 

HEADACHE; 

FLORIRATO; 

DIESPRUDEL 


Unspecified 

.... . 


calcium antagonist; 
vasodilator 


peripheral vascular 
disease; 

cerebrovascular 
disease; migraine; 
epilepsy 


CNS 2103 


Unspecified 


calciimi antagonist; 
venom 


epilepsy 


CPC 8027 


Unspecified 


Dalcium channel 
blocker 


stroke; epilepsy 


CPC 8029 


Unspecified 


calcium channel 
Dlocker 


stroke; epilepsy 


NS 696 


Jnspecified ( 


calcium channel 
blocker 


^ilepsy 


drug delivery system, 
c^onopeptides 


Jnspecified c 

c 


:alcium channel ( 
>locker; sodium c 

channel blocker, 
)otassium channel 
)locker; analgesic | 


epilepsy; Parkinson 
iisease; stroke; pain; 
>rain ischemia 
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DP 16 


Acylglycerol 
derivative of B APIA 


Calcium chelation 


epilepsy; stroke; heart 
ischemia 


AO 78 


Tetronic acid 

derviative, 

unspecified 


Calcium ion 
modulator 


epilepsy 


lopiramate; KW 
6485; McN4853; 
RWJ 17021; 
rOPAMAX 


2,3:4,5-bis-0-(l- 

methylethylidene)- 

beta-D- 

fructopyranose 

sulfamate 


carbonate dehydratase 
inhibitor; sodium 
channel blocker; 
AMPA antagonist; 
GABA agonist; 
glutamate antagonist 


5 epilepsy; psychosis; 
depression 


Losigamone; AO 33 


5-1(2- 

chlorophenyl)hydrox 
ymethyl)-4-methoxy- 
2(5H)-furanon; 
tetronic acid 
derivative 


Chloride ion influx by 
GABA sensitive 
mechanism at a site 
distant fi-om GABA 


epilepsy 


Levetiracetam; 
etiracetam, (S); UCB 
L059 (S); SBSl(S); 
UCB L060(R); UCB 
6474 (no stereo, 
etiracetam) 


(S)-alpha-ethyl-2- 
oxo-1- 

pyrrolidineacetamide 


cholinergic agonist 


epilepsy 


Dopamine D4 
receptor ligands 


Unspecified 


dopamine antagonist; 
dopamine D4 
antagonist 


attention deficit 
disorder; epilepsy; 
addiction 


ADD 17014 


^-[l-(4- 

chlorophenyl)-4,5- 
dihydro-lH-1,2,3- 
triazol-5-yl]pyridine 


excitatory amino acid 
antagonist 


epilepsy 


Excitatory amino acid 
antagonists 


Unspecified 


excitatory amino acid 
antagonist 


epilepsy; Alzheimer 
disease; stroke 


NPC 18123 


Jnspecified 


excitatory amino acid 
antagonist; glutamate 
antagonist 


epilepsy; stroke 


Dezinamide; AN 05 1 ; 
AHR 11748; ADD 
94057 

■ 


3-K3- 

trifluoromethyOpheno 
.y].l- 

SLzetidinecarboxamide 

[desmethyyl 
[netabolite of 
luzinamide) 


Fluzinamide 
lerviative 


epilq>sy 


1-decpyrrolidinone 


l-decanoyl-2- 
jyrrolidinone 


SABA agonist 


epilepsy 


1-dodecpyrroIidinone ll-dodecanoyl-2- 
byrrolidinone 


3ABA agonist 


epilepsy 
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GABA agonist, XR 
368 series 


(2aR*,5aR,7E,llE,14 

aS*,14bS*,14cS*). 

2a,5a,6,9,10,13,14,14 

a, 1 4b, 1 4c-decahydro- 

4-hydroxy-5a,9,9,12- 

tetramethyl-1,5- 

dioxacyclopenta[cd]c 

ycloundec[f]inden- 

3(2H>one 


GABA agonist 


anxiety; epilepsy 


Ganaxolone; CCD 
1042 


(3alpha,5alpha>3- 
hydroxy-3-metiiyl- 
pregnan-20-one 


GABA agonist 


epilepsy; migraine 


MDL 27192 


5-(4-chlorophenyl)-4- 
ethyl-2,4-dihydro-3H- 
l,2,4-triazol-3-one 


GABA agonist 


epilepsy 


PD 144550 


(R)-3-(aminomethyl)- 

5-methylhexanoic 

acid 


GABA agonist 


epilepsy 


R7621 


Nl-(3- 

trifluoromethylphenyl 
)N2-nicotinoyl 
piperazine 
hydrochloride 


GABA agonist 


epilepsy 


Vigabatrin; gamma 
vinyl GABA; GVG; 
RM 71754; MDL 
71754; RMI 71890; 
RMI 71894; 
SABRIL; 
SABRILEX 


4-amino-5-hexenoic 
acid 


GABA agonist 


epilepsy; addiction 


ZK 95962; ZK 45962 


ethyl 5-isopropyloxy- 
4-inethoxymethyl- 
l>eta-carboline-3- 
::arboxylate 


GABA agonist 


epilepsy; cognitive 
defect 


Milacemide; CP 
15525; CP 1552S 


2. 

i)entylainino)acetami 
le 


GABA agonist; MAO 
i inhibitor, MAO 
inhibitor 


epilepsy; Paridnson 
jisease 


CGP 36742 

( 


:3- 

miinopropyl)butylph 
jsphinic acid 


GABA antagonist 


jpilepsy; Alzheimer 
isease 


Rufinamide; CGP ] 
33101; RUF 331 c 

: 


l-[(2,6- ( 
iifluorophenyl)methy 
]-lH-l,2,3-tria2ole- 
t-carboxamide 


3AB A antagonist t 


5)ilqpsy 
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Gabapentin; CI 945; 
GO 3450; GOE 2450; 
NEURONTIN 


1- 

(aminomethyl)cycloh 
exaneacetic acid 


GABA modulation 


epilepsy; anxiety; 
pain; neuropathy; 
psychosis; depression 


NNC 138119 


3-(5-cyclopropyl- 

1 ,2,4-oxadiazol-3-yl)- 

5,6-dihydro-5- 

methyl-6-oxo-4H- 

imidazo(l,5-a)(I,4) 

benzodiazepine; 

benzodiazepine 

derivative 


GABA modulation 


epilepsy; anxiety 


AWD 131138; AWD 
131-138 


1 -(4-chlorophenyl)- 
l,5-dihydro-4-(4- 
morpholinyl)-2H- 
imidazol-2-on e 


GABA modulator 


epilepsy; anxiety 


Co 21068 


(3alpha,5beta)-3-[(4- 

acetylphenyl)ethynyl] 

-21-(3-carboxy-l- 

oxopropoxy)-3- 

hydroxypregnan-20- 

one sodium salt 


GABA modulator 


epilepsy 


NNC 140189 


3-(5-cyclopropyl- 

1 ,2,4-oxadia2ol-3-yI)- 

7-fluoro-5-(4-methyl- 

1-piperazinyl)- 

imidazo[l,S- 

alquinazoline 


GABA modulator 


epilepsy 


NS 2552 


Unspecified 


GABA modulator 


anxiety; epilepsy 


NS 2608 


Unspecified 


GABA modulator 


epilepsy; anxiety 


NS 2664 


Unspecified 


GABA modulator 


epilepsy 


Retigabine;D 23129; 
GKE841 


"2-amino-4-[[(4- 
fluorophenyI)methyl] 
amino]phenyl]carbara 
ic acid ethyl ester 


GABA modulator; 
potassium channel 
activator 


epilepsy 


Co 21970 


[3alpha,5alpha)-3- 
liydroxy-3- 
[trifluoromethyl)- 
[)regnan-20-one 


GABA partial 
agonist; neuroactive 
steroid 


epilepsy 


Valproate 

magnesium; 
magnesium valproate; 
DEPAMAG; 
VALPAMAG 


2-propylpentanoic 
xcid magnesium salt 


GABA release 


jpilepsy 
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Valproate 
semisodium; 
divalproex sodium; 
semisodium 
valproate; ABBOTT 
50711; DEPAKOTE; 
EPIVAL; VALCOTE 


2-propylpentanoic 
acid sGNdium salt (2:1] 


GABA release 


epilepsy; migraine; 

schizophrenia; 

depression 


Valproate sodium; 
sodium valproate; 
NIK240;SENITA; 
SELENICA 


2-propylpentanoic 
acid sodium salt 


GABA release 


Alzheimer disease; 
epilepsy 


CI 966 


l-[2-[bis[4- 

(trifluoromethyl)phen 

yl]methoxy]ethyl]- 

1 ,2,5,6-tetrahy(ko-3- 

pyridinecarboxylic 

acid 


GABA uptake 
inhibitor 


epilqjsy 


NNC711 


1 ,2,5,6-tetrahydro-l- 
[2- 

[[(diphenylmethylene 
)amino]oxy]ethyl]-3- 
pyridinecarboxylic 
acid 

monohydrochloride 


GABA uptake 
inhibitor 


epilepsy 


Tiagabine; tiagabine 
hydFochloride; NO 
050328; A 70569; 
N0 328;NNC 
050328; NNC 328; 
NN301;ABT569; 
GABITRIL; TIABDC 


(R)-l-[4,4-bis(3. 

methyI-2-thienyl)-3- 

butenyl]-3- 

piperidinecarboxylic 

acid 


GABA uptake 
inhibitor 


epilepsy 


3-isobutyl GABA 


3-(aiiiinoethyl)-5- 
oiethylhexanoic acid 


GAD modulation, L- 
glutamic acid 
lecarboxylase 


Epilepsy 


SNAP 5294 


Unspecified 


GATl transporter 


epilepsy; anxiety; 

Lnsonmia 


SNAP 5258 


Unspecified 


3AT3 transporter ( 

i 


jpilepsy; anxiety; 
nsomnia 


NNC 079202; FG 
9202 1 


l,2,3,4-tetrahydro-6- j 
iitro-2,3-dioxo- 
jen2o(Qquinoxaline- 
7-sulfon amide 


jlutamate antagonist i 


jpilepsy; stroke 
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Talampanel; LY 
300164 


(RH-acetyl.5-(4- 

aminophenyl)-8,9- 

dihydro-8-methyl- 

7H-l,3-dioxolo[4,5- 

h] [2,3]benzodiazepin 

e 


glutamate antagonist; 
AMPA antagonist 


epilepsy; amyotrophic 
lateral sclerosis 


Excitatory amino acic 
antagonists 


Unspecified 


glutamate antagonist; 
excitatory amino acid 
antagonist; NMDA 
antagonist 


epilepsy; 

neurodegeneration 


CNS2 


Unspecified 


glutamate antagonist; 
mGluR antagonist 


epilepsy 


NPS 2390 


Unspecified 


glutamate antagonist; 
mGluR antagonist 


pain; epilepsy 


ACPC; cycloleucine; 
cycloleucin; NSC 
1026; WR 14997 


1- 

aminocyclopentaneca 
rboxylic acid 


glutamate antagonist; 
NMDA antagonist 


coronary artery 
disease; anxiety; 
depression; stroke; 
epilepsy; addiction 


Dizocilpine; 
dizocilpine maleate; 
MK801 


(+)-10,ll-dihydro-5- 
methyl-5H- 

dibenzo[a,d]cyclohept 
en-5,10-imine 


glutamate antagonist; 
NMDA antagonist 


epilepsy; stroke; 
neuropathy 


drug delivery system, 
felbamate; felbamate 
drug delivery system 


unspecified 


glutamate antagonist; 
NMDA antagonist 


epilepsy 


Felbamate; W 554; 
ADD 03055; 
FELBATOL; 
FELBAMYL; 
TALOXA 


2-phenyl-l,3- 

propanediol 

dicarbamate 


glutamate antagonist; 
>IMD A antagonist 


epilepsy 


GPI3000; NPC 
17742 


[IR- 

:ialpha(R*),2alpha]]- 
alpha-amino-2-(2- 
phosphonoethyl)cyclo 
liexane propanoic 
acid 


glutamate antagonist; 
NMDA antagonist 


epilepsy; stroke; 
neuropathy 


L 701324 


7-chloro-4-hydroxy- 

}-(3-phenoxyphenyl)- 

2(lH)-quinolinone 


glutamate antagonist; 
MMDA antagonist 


spilepsy; stroke 


MDL 27266 t 
i 
I 
t 


5-(4-chlorophenyl)-4- 
3thyl-2,4-dihydro-2- 1 
iiethyl-3H-l,2,4- 
Tiazol-3-one 


glutamate antagonist; 
^^JMDA antagonist 


jpilepsy 


RPR 118723 


Jnspecified 


jlutamate antagonist; € 
'^IMDA antagonist 


jpilepsy 
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YKP509 


Unspecified 


glutamate antagonist; 
NMDA antagonist 


epilepsy 


Metabotropic 
glutamate receptor 
modulators 


Unspecified 


Glutamate receptor 
modulation 


pain; cognitive 
defect; schizophrenia; 
epilepsy 


CNS1145 


N,N'-bisacenaphth-5- 
ylguanidine 


glutamate release 
inhibitor 


epilepsy 


glycine transporter 
modulator 


Unspecified 


glycine antagonist 


epilepsy; cognitive 
defect 


MDL 100458 


3- 

(benzoylmethylamino 

)-6-chloro- 1 H-indole- 
2-carboxylic acid 


glycine antagonist 


epilq>sy 


L 687414 


(3R-cis)-3-animo-l - 

hydroxy-4-methyl-2- 

pyrrolidone 


glycine partial agonist 


epilepsy 


hBGTl transporter 
modulator 


Unspecified 


hBGTl transporter 
modulator 


epilepsy; anxiety; 
insomnia 


AQ 0145 

• 


4'[l-[(adamant-3- 

yl)iniinomethyl]piperi 

din-4-ylliniidazole 


histamine antagonist; 
histamine H3 
antagonist 


epilepsy 


m-NBA 


2-amiiio-3-(3- 
nitrobenzoyl)propano 
ic acid 


kynurenine 3 
hydroxylase inhibitor 


epilepsy; Parkinson 
disease; Alzheimer 
disease 


FCE 26743 


(S)-2-[[[4.[(3. 
fluorophenyl)methox 
y]phenyl]methyl]ami 
nojpropanamide 


MAO B inhibitor; 
VIAO inhibitor 


epilepsy 


Remacemide, (-); 
FPL 14145; PR 
1032646; PR 1032- 
646 


(->-2-amino-N-(l- 

methyH,2- 

diphenylethyl)acetam 

ide 


NMDA antagonist 


epilepsy - : - 


NMDA antagonists 


Unspecified 


NMDA antagonist; 
analgesic; glutamate 
antagonist 


epilepsy; pain; brain 
ischemia 


ACEAlOll 


Unspecified 


NMDA antagonist; 
glutamate antagonist 


ischemia; epilepsy 


CGP 37849 


CE)-(-f-,-)-2-amino-4- 
tnethyl-5-phosphono- 
3-pentenoic acid 


hJMDA antagonist; 
glutamate antagonist 


epilepsy 


CGP 39551 


[E)-(+,-)-2-amino-4- 
iiethyl-5-phosphono- j 
}-pentenoic acid 1- 
;thyl ester 


^JMDA antagonist; ( 
glutamate antagonist 


epilepsy 
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CGP40116 


|[R-(E)]-2-amino-4. 
methyl-5-phosphono- 
3'pentenoic acid 


NMD A antagonist; 
glutamate antagonist 


epilepsy; stroke 


D-CPP 


(R)^3. 

phosphonopropyl)-2- 
piperazinecarboxylic 
acid 


NMDA antagonist; 
glutamate antagonist 


epilepsy 


FR 115427 


(+)-l-methyl-l- 
phenyH, 2,3,4- 
tetrahydroisoquinolin 
e hydrochloride 


NMDA antagonist; 
glutamate antagonist 


epilepsy 


L 701252 


Unspecified 


NMDA antagonist; 
glutamate antagonist 


epilepsy 


L 703717 


7-chloro-4-hydroxy- 

3-[3-(4- 

niethoxyphenyl)meth 

yl]phenyl]-2(lH)- 

quinolinone 


NMDA antagonist; 
glutamate antagonist 


epilq)sy; stroke 


L 708541 


Unspecified 


NMDA antagonist; 
glutamate antagonist 


epilepsy; stroke 


LY 233536 


(3R- 

(3alfa,4aalfa,6beta,8a 

alfa))-decahydro-6- 

(lH4etrazol-5- 

ylmethyI)-3- 

isoquinolinecarboxyh 

c acid 


NMDA antagonist; 
glutamate antagonist 


epilepsy 


LY 235723 


(2R-cisH-(IH- 

tetrazol-5-yhnethyl)- 

2- 

jiperidinecarboxyiic 
acid 


NMDA antagonist; 
glutamate antagonist 


epilq)sy 


LY 274614 


'3alpha,4aalpha,6beta 

,8aalpha)-decahydn>- 

5- 

[phosphonomethyl)- 
3- 

soquinolinecarboxyii 
: acid 


NMDA antagonist; 
glutamate antagonist 


5pilq)sy; neuropathy 


MDL 100453 


^-oxo-5-phosphono- 
O-norvaUne 


^IMDA antagonist; t 
glutamate antagonist s 


epilepsy; neuropathy; 
stroke 


MDL 104653 

t 


7-chloro-4-hydroxy- 
J-phenyl-2(lH)- 
uiholinone 


^fMDA antagonist; e 
glutamate antagonist 


epilepsy 
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MDL 105519 


(E)-3-(2-carboxy-2' 
phenylethenyl)-4,6- 
dichloro- lH-indole-2- 
carboxylic acid 


NMDA antagonist; 
glutamate antagonist 


anxiety; epilepsy 


MDL 29814 


5,7 dichlorokynurenic 
acid 


NMDA antagonist; 
glutamate antagonist 


epilepsy 


NMDA antagonist 


Unspecified 


NMDA antagonist; 
glutamate antagonist 


epilepsy; stroke; 
neuropathy 


NPS 1387 


Unspecified 


NMDA antagonist; 
glutamate antagonist 


epilepsy 


Remacemide; FPL 
12924; PR 934423; 
FPL 12924AA; PR 
934423A; FPL 
14144; PR 1032644; 
FPL 14145, PR 
1032646 


(+,-)-2-amino-N-(l- 
tnethy 1-1,2- 
diphenylethyl)acetam 
ide 


NMDA antagonist; 
glutamate antagonist 


epilepsy; Parkinson 

disease; 

neurodegeneration 


RPR 104632; RPR 
110754 


2-[(3- 

bromophenyl)methyl] 

-6,8-dichloro-3,4- 

dihydro-2H-l,2,4- 

benzothiadiazine-3- 

carboxylic acid 1,1- 

dioxide 


NMDA antagonist; 
glutamate antagonist 


epilepsy 


ACEA 1416; 
NMCQX 


5-nitro-6-methyl-7- 

chloro-2,3- 

quinoxalinedione 


NMDA antagonist; 
glutamate antagonist; 
analgesic 


epilepsy; pain; brain 
ischemia 


Conantokins 


Unspecified 


NMDA antagonist; 
glutamate antagonist; 
peptide; analgesic 


epilepsy; stroke; 
schizophrenia; pain; 
ischemia 


ADCI; SGB 017; 
ADCI 


10,ll-dihydro-5H- 
libenzo[a,d]cycIohept 
3n-5,10-imine-5- 
:arboxaniide 


NMDA antagonist; 
glutamate antagonist; 
sodium channel 
jlocker 


epilepsy; stroke 


oxytocin antagonist 


Unspecified 

* 


Dxytocin antagonist; j 
iiuretic ( 

c 


mxiety; depression; 
obsessive compulsive 
iisorder, epilepsy; 
leart failure 


Conantokin G 


Jnspecified [ 

2 


peptide; glutamate s 
mtagonist; NMDA i 
mtagonist 


itroke; brain 
schemia; epilepsy 
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Fosphenytoin; 
fosphenytoin sodium; 
prophenytoin; ACC 
9653; CI 982; PD 
13571 MSB; 
CEREBYX; PRO- 
EPANUTIN 


5,5-diphenyl-3- 
[(phosphonooxy)metl 

yi]-2,4- 

imidazolidinedione 


Phenytoin prodrug; 
I fosphenytoin 
converted to 
phenytoin by 
endogenous 
phosphatases 


epilepsy 


proline transport 
inhibitors 


Unspecified 


Proline transporter 
inhibitor 


epilepsy; stroke 


INK 3 inhibitors 


Unspecified 


signal transduction 
inhibitor 


epilepsy 


Zonisamide; 
fenisoxine; AD 810; 
CI 912; PD 110843; 
EXCEGRAN; 
EXEGRAN; 
ZONEGRAN 


1 ,2-benzisoxazole-3- 
methansulfonamide 


Sodium and calcium 
voltage sensitive 
chaimel blockade 


epilepsy 


534U87; BW 534U87 


Unspecified 


sodium channel 
blocker 


epilepsy 


AWD 140190 


4-(4-bromophenyl)-3- 
(4-morphoIinyl)- 1 H- 
pyrrole-2-carboxylic 
acid, methyl ester 


sodium channel 
blocker 


epilepsy 


Co 102862 


2.[[4-(4- 

fluorophenoxy)pheny 
l]methylene]hydrazin 
ecarboxamide 


sodium channel 
blocker 


epilepsy 


GW 273293 


Unspecified 


sodium channel 
blocker 


epilepsy; depression 


Lamotrigine; BW 
430C; LAMICTAL 


6.(2,3. 

dichiorophenyl)- 

l,2,4-triazine-3,5- 

liamine 


sodium channel 
blocker 


epilepsy; psychosis; 
depression 


PNU 151774E 

i 


[2S>2-[[[4-[(3- 

Eluorophenyl)methox 

/]phenyl]methyl]ami 

io]propanamide 

Tionomethanesulfonat 


sodium chaimel 
t)locker; calcium 
:haimel blocker; 
VtAO B inhibitor; 
MAO inhibitor 


)ilepsy; Parkinson 
Usease; brain 
schemia 


taurine transporter 
modulator 


Jnspecified 

i 


Faurine transporter e 
nhibitor i 


jpilepsy; brain 
schemia 


MDL 27531 ^ 
t 


J-methyl-3- t 
methylsulphonyl)-5- 
)henyl-4H-l,2,4. 
riazole 


riazole e 


?pilq)sy 
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A 76895; ABBOTT 
76895 


Unspecified 


Valproic acid 
derivative 


epilepsy 


Anticonvulsants 


Unspecified 


Valproic acid 
derivative 


epilq)sy 


Antiepileptics 


Unspecified 


Valproic acid 
derivative 


epilepsy 


CHF 1504 


Unspecified 


Valproic acid 
derivative 


epilepsy 


RAP-valproic acid; 
DPVPA 


Unspecified 


Valproic acid 
derivative 


epilepsy 


ABS 103; ABS-103R 


Unspecified 


Valproic acid 
derviative 


epilepsy 


CHF 1355 


Unspecified 


Valproic acid 
derviative 


epilepsy 


Vasopressin 
antagonist 


Unspecified 


vasopressin 
antagonist; diuretic 


anxiety; depression; 
obsessive compulsive 
disorder; epilepsy; 
heart failure 



Table 30. Current Candidate Therapeutic Interventions for the Treatment of 
Huntington's Disease 



Product Name 


Chemical Name 


Action 


Indication 


Neurodegenerative 

disease therapy 


Unspecified 


apoptosis inhibitor 


Neurodegeneration^ ' 


Brain-derived 
neurotrophic factor; 
BDNF; 


BDNF, and 
derivatives 


BDNF, growth factor; 
Qeurotrophic factor 


amyotrophic lateral 
sclerosis; neuropathy 


Dopamine release 
inhibitor 


Unspecified 


Calcium antagonist 


schizophrenia 


Cardiotrophin-l 
secreting implant; 
cardiotrophin-l 
secreting implant 


Cardiotrophin-l and 
derivatives 


Caidiotrophin-1; 
growth factor 


amyotrophic lateral 

sclerosis; 

neurodegeneration 


Tacrine; THA; 
tetrahydroaminacrine; 
CI 970; COGNEX 


l,2,3,4-tetrahydro-9- 
acridinamine 


choUnesterase 
inhibitor 


Alzheimer disease 


AXOKINE 


Ciliary neurotrophic 
factor derivative 


CNTF, growth factor 


amyotrophic lateral 
sclerosis; obesity; eye 
disease 


Ciliary neurotrophic 
factor; CNTF; CNTF 
delivery system 


[SN I t and derivatives 


CNTF. growth factor 


amyotrophic lateral 
sclerosis; neuropathy 
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Estrogens 


Estrogen and 
derivatives 


estrogen 


neuropathy; 
Alzheimer disease 


SYM2101 


Unspecified 


glutamate agonist; 
AMPA partial agonisi 


neurological 

\ 


SYM2250 


Unspecified 


glutamate agonist; 
AMPA partial agonisi 


neurological 


SYM 2007 


Unspecified 


glutamate agonist; 
tainate partial agonist 


neurological 


SYM2192 


Unspecified 


glutamate agonist; 
kainate partial agonist 


neurological 


SYM 1010 


Unspecified 


glutamate agonist; 
NMDA partial 
agonist 


neiu*ological 


SYM 2315 


Unspecified 


glutamate agonist; 
NMDA partial 
agonist 


neurolop^irfll 


RiIuzole;PK 26124; 
RP 54274; RILUTEK 


6-(trifluoromethoxy)- 
2-benzothiazolamine 


glutamate antagonist 


amyotrophic lateral 

disease; Parkinson 
disease 


MAb, major 
histocompatibility 
complex I; F(ab')2, 
MHCI 


Monoclonal antibody 
fisgment 


Immunomodulation 


transplant rejection 


Nerve growth factor 
secreting implant 


NGF and derivatives 


NGF, growth factor 


Neurodegeneration; 
neuropathy 


Remacemide;.FPL 
12924; PR 934423; 
FPL 12924AA; PR 
934423A; FPL 
14144; PR 1032644; 
FPL 14145, PR 
1032646 


(+,-)-2-aniino-N-(l- 
methyl-1,2- 
diphenylethyl)acetam 
ide 


NMDA antagonist; 
glutamate antagonist 


eniler>.<?V* PflrVincnn 

disease; 

neurodegeneration 


Idebehone;C:V2619; 
AVAN; 

LUCEBANOL; 

GENICERAL; 

MNESIS; DARUMA; 

NEMOCEBRAL; 

KEDANON; 

ARZKAT; 

DAYSTROM 


2-(10-hydroxydecyl)- 
5,6-dimethoxy-3- 
tnethyl-2,5- 
:yclohexadiene- 1 ,4- 
Uone 


Nootropic agent 


cx)gnitive defect 


Neurotropbin-S 
secreting implant 


^-3 and derivatives I 


"JT-S, growth factor i 
c 


Mzheimer disease; 
'arkinson disease; 
leuropathy 


Neurotrophin-4; NT-4 


and derivatives 


srr-4, growth factor r 


leuropathy; diabetes 
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Nalmefene; 
aalmetrene; JF 1 ; 
INCYSTENE; 
ARTHENE; 
FENARC; 

CERVENE; REVEX 


17- 

(cyclopropylmethyl)- 
4,5alpha-epoxy-6- 
methylenemoiphinan- 
3,14-diol 


opiate antagonist; 
NSAID 


intoxication; 
alcoholism; pruritis; 
obesity; neurological 
depression; 
rheumatoid arthritis; 
cystitis; trauma 


Synthetic opioid 
alkaloids 


Unspecified . 


Opioid ligand 


Neurodegeneration 



Table 3 1 . Current Candidate Therapeutic Interventions for the Treatment of Migraine 



Product Name 


Chemical Name 


Action 


Indication 


ALX0646 


Unspecified 


5HT agonist 


migraine 


CP 122288 


(R)-N-methyl-3-[(l- 
methyl-2- 

pyrrolidinyl)methyl]- 

lH-indole-5- 

methanesulfonamide 


5HT agonist 


migraine 


IS 159 


Unspecified 


5HT agonist 


migraine 


avitriptan; avitriptan 
fumarate; BMS 
180048; BMS 
18004802 


3- [3-[4-(5-methoxy- 

4- pyrimidinyl)-l- 
piperazinyljpropyl]- 
N-methy 1- 1 H-indole- 
5- 

methanesulfonamide 


5HT agonist; 5HT1 
agonist 


migraine 


BW324C91 


Unspecified 


5HT agonist; 5HT1 
agonist 


migraine 


CP 110330 


N,N-dimethyl-5-[4- 
(phenylamino)methy 
]-2-thiazolyl].lH- 

indole-3-ethanamine 


5HT agonist; 5HT1 
agonist 


migraine; anxiety; 
depression 


CP 119333 


N,N-dimethyl-5-[4- 
(phenylmethyl)-2- 
thiazolyl]- 1 H-indole- 
3-ethanamine 


5HT agonist; 5HT1 
agonist 


migraine; anxiety; 
depression 


D1997 


2- 

quinolineethanamine 


5HT agonist; 5HT1 
agonist 


migraine 


GR 127607 


Unspecified 


5HT agonist; 5HT1 
agonist 


migraine 


GR 40370 


Unspecified 


5HT agonist; 5HTI 
agonist 


tnigraine 
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Naiatriptan; 
naratriptan 
hydrochloride; GR 
85548; GR85548A; 
GR 85548X; 
NARAMIG; 
AMERGE 


N-methyl-3-(l- 
methyl-4- 
piperidinyl)-lH- 
indole-5- 

ethanesulfonamide 


5HT agonist; 5HT1 
agonist 


migraine 


Sumatriptan; GR 
43175; GR 43 175X; 
GR43175A;GR 
43175C; SN308;GW 
102; IMIGRAN; 
IMTTREX; 
SUMADOL; 
IMUECT; 
ARCOIRAN 


3-[2- 

(dimethylamino)ethy 

]-N-methyHH- 

indole-5- 

methanesulfonamide 


5HT agonist; 5HT1 
agonist 


migraine 


tonabersat; SB 
220453 


(3S-cis)-N'(6-acetyl- 

3,4-dihydro-3- 

hydroxy-2,2- 

dimethy 1-2H- 1 -benz 

pyran-4-yl)-3-chloro- 

4-fluorobenzamide 


5HT agonist; 5HT1 
agonist 


migraine 


CP 93129 


l,4-dihydro-3- 

[1 ,2,3,6-tetrahydro-4- 

pyridinyl)-5H- 

jyirolo[3,2-b]pyridin- 

5-one 


5HT agonist; 5HT1B 
agonist 


migraine 


Frovatriptan; VML 
251; SB 209509; 
MIGUARD 


(R),2,3A9. 

tetrahydro-3- 

(niethylamino)-lH- 

c:arbazoie-6- 

carboxamide 


5HT agonist; 5HT1B 
agonist; 5HT1D 
agonist 


migraine 


rizatriptan; rizatriptan 
benzoate; rizatriptan 
sulfate; MK 462; 
MAXALT 


fvI,N-dimethyl-5-(lH- 
1,2,4-triazol-l- 
y^lmethyl)- IH-indole- 
J-ethanamine 


5HT agonist; 5HT1B 
agonist; 5HT1D 
agonist 


migraine 


Almotriptan; LAS 
31416 

I 


l-[[[3-[2- 

^dimethylaniino)ethyl 
-lH-indol-5- 
^l]methyl]sulfonyl]py 
Tolidine 


5HT agonist; 5HT1D 
agonist 


nigraine 
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alniditan;R 91274; 

PASMIGREN; 

PASMIGRINE 


(R)-N-[(3,4-dihydro. 
2H- 1 -beiizopyran-2- 
yl)methyl].N*- 
(1,4.5,6- 

tetrahydropyrimidin- 

2-yl)propane-l,3- 

diamine 


5HT agonist; 5HT1D 
agonist 


migraine 


ALX1323 


Unspecified 


5HT agonist; 5HT1D 
agonist 


migraine 


aromatic triflates. 


Unspecified 


5HT agonist; 5HT1D 
agonist 


depression* mieraine 


eletriptan; UK 
1 16044; RELPAX 


(R)-3-[(l-methyl-2- 

pyirolidinyl)methyl]- 

S-[2- 

(phenylsulfonyl)ethyl 
]-lH-indole 


5HT agonist; 5HT1D 
agonist 


migraine 


GMC 2020 


Unspecified 


5HT agonist; 5HT1D 
agonist 


□enrcs^inn* mionrjiinf* 


GMC 2021 


Trifluoromethanesulf 
onic acid 3-[2- 
(dimethylamino)ethyl 
]- 1 H-indol-5-yI ester 
(l:l)ethanedioate 


5HT agonist; 5HT1D 
agonist 


depression; migraine 


L 741519 


3-(l-methyl-4- 
piperidinyl)-5-(4H- 
l,2,4-triazol-4-yl)- 
IH-indole 


5HT agonist; 5HT1D 
agonist 


migraine 


L 741604 


N,N-dimethyl-5-(4H- 
L ,2,4-triazol-4-yl)- 
lH-indole-3- 
sthanamine 


5HT agonist; 5HT1D 
agonist 


migraine 


LAS 31727 


Unspecified 


5HT agonist; 5HT1D 
igonist 


nigraine 


VS 395 : 
( 

r 


iimethoxy-4- j 
>yrimidinyl)-l- 
)iperazinyl]propyl]- 
^-methyl- 1 H-indoIe- 

nethanesulfonamide 


5HT aeonist- 5HT1D i 
Igonist 
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Fl 1356; L 0076 


l-[[[3-(2- 

aminoethyl)-lH- 

indol-5- 

yl]oxy]acetyl]-4-(4- 
cyanophenyl)pipera2i 

ne 

monohydrochloride 


5HT agonist; 5HT1D 
agonist; 5HT1B 
agonist 


migraine 


Zolmitriptan; 
311C90; BW 
311C90; ZOMIG 


(SH-[[3-[2< 

(dimethylamino)ethyl 

]-lH-indol-5- 

yl]methyl]-2- 

oxazolidinone 


5HT agonist; 
SHTlDalpha agonist; 
SHTlDbeta agonist; 
5HT1B agonist 


migraine 


LY 334370 


4-fluoro-N-[3-(l- 
methyl-4- 
piperidinyl)-lH- 
indol-5-yllbenzamide 


5HT agonist; 5HT1F 
agonist 


migraine 


selective serotonin IF 

receptor agonists, 


Unspecified 


5HT agonist; 5HT1F 
agonist 


migraine 


Sergolexole; 
LY281067 


trans-4- 

methoxycyclohexyl 
l-isopropyl-6- 
methylergoline-8beta- 
carboxylate 


5HT antagonist; 
5HT2 antagonist 


migraine 


tropoxin 


0-(3,4,5- 

trimethoxyben2oyl)ox 
ime-8-methyl-8- 
azabicyclo[3.2. 1 ]octa 
n-3-one 

monohydrochloride 


5HT antagonist; 
5HT2 antagonist 


migraine 


dotarizine; FI 6026 


1 -(diphenyhnethyl)- 

4.[3-(2-phenyH,3- 

dioxolan-2- 

yOpropyllpiperazine 


5HT antagonist; 
5HT2 antagonist; 
5HT1C antagonist; 
calcium antagonist 


migraine 


Bemesetron; MDL 
72222 


3,5-dichlorobenzoic 
acid, endo-8-methyl- 
8- 

azabicyclo[3.2. 1 ]oct- 
3-yl ester 


5HT antagonist; 
5HT3 antagonist 


smesis; migraine 


LY 53857 

t 


[8beta)-6-niethyl-l- 

:i- 

nethylethyl)ergoline- 

J-carboxylic acid 2- 

iydroxy-1- 

nethylpropyl 

Jster,(Z)-2- 

)utenedioate(l:l) 


5HT antagonist; 
/asodilator 


nigraine 
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fluoxetine, (R)-; (R)- 
fluoxetine 


(R)-N-methyl- 

gamma-[4- 

(trifluoromethyl)phen 

oxy]benzenepropana 

mine 


5HT reuptake 
inhibitor 


migraine; cognitive 
defect; depression 


fluoxetine, (S)-; (S)- 
fluoxetine 


(S)-N-methyl- 

gamma-[4- 

(tnfluoromethyl)phen 

oxyjbenzenepropana 

mine 


5HT reuptake 
inhibitor 


migraine 


5HT4 human 
neuroreceptor; 
neuroreceptor, 5HT4 


Unspecified 


5HT4 human 
neuroreceptor; 


Irritable bowel 
syndrome; cognitive 
defect; anxiety; 
arriiythmia; stroke; 
urinary incontinence; 
migraine; research 
tool 


drug delivery system, 
transdermal lidocaine; 
PAINTROLTW; 
PAINTROL HM; 
PAINTROLTV 


unspecified 


analgesic 


pain; migraine 


CNS5161 


N*-[2-chloro-5- 

(methylthio)phenyl]- 

N-methyl-N-[3- 

(methylthio)phenyl]g 

uanidine 

monohydrochloride 


analgesic; NMDA 
antagonist; glutamate 
antagonist 


pain; nugraine; 
neuropathy 


nebivolol; narbivolol; 
R 67555; R 65824; 
ME 3255; R 67138; R 
67145; R 065824; 
NEBILET; 
LOBIVON 


[2R*[R*[R*(S*)]]]. 

alpha,alpha*- 
iminobis(methylene) 
bis[6-fluoro-3,4- 

dihydro-2H-l- 

3en2opyran-2- 

methanoll 


3eta adrenergic . 
antagonist; betal 
adrenergic antagonist; 
nitric oxide activator, 
vasodilator 


hypertension; . 
migraine; heart 
failure 


drug delivery system, 

intranasal 

propranolol; 

propranolol 

intranasal; 

MIGRASTAT 


Unspecified 


beta adrenergic 
antagonist; beta2 
adrenergic antagonist 


nigraine 


Bradykinin 

antagonist/mu 

agonist, 


Unspecified 


oradykinin 

mtagonist; mu r 
igonist; opiate 
^onist; analgesic; 
SrSAID 


inflammation; pain; 
nigraine 
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calcitonin gene- 
related peptide 
(CGRP) receptor 
modulators. 


Unspecified 


Calcitonin gene 
related peptide 
modulation 


migraine; diabetes 


Nimodipine; BAY e 

9736; BAY N 5248; 

BAY N 5427; 

NIMOTOP; 

NIMOTAP; NIVAS; 

TROPOCER; 

EUGERIAL; 

NIMODILAT; 

CEBROFORT; 

KENESIL; 

GENOVOX 


l,4-dihydro-2,6- 
dimethyl-4-(3- 
nitrophenyl)-3,5- 
pyridinedicarboxylic 
acid 2-methoxyethyl 
1-methylethyl ester 


calcium antagonist 


migraine; cognitive 
defect; Alzheimer 
disease; brain 
ischemia 


Flunarizine; R 14950; 

FLUZINA; 

SIBELIUM; 

ZINASEN; 

SESNARBO; 

RIZENA; 

SINAZINE; 

HEADACHE; 

FLORIRATO; 

DIESPRUDEL 


Unspecified 


calcium antagonist; 
vasodilator 


peripheral vascular 
disease; 

cerebrovascular 
disease; migraine; 
epilepsy 


Lomerizine; KB 
2796; TERRANAS 
TAB; MIOSIS 


l-[bis(4- 

fluorophenyl)methyl] 

-4-[(2,3,4-; 

trimethoxyphenyi)me 
thyllpiperazShe 


calcium antagonist; 
vasodilator 


hypertension; 
migraine 


BIBN4096 


Unspecified 


CGRP antagonist 


migraine 


botulinum toxin type 
A; Clostridium 
botulinum toxin type 
A; OCULINUM; 
BOTOX 


botulin A 

• 


cholinergic 
antagonist; muscle 
relaxant 


muscle spasm; eye 
disease; migraine 


Ganaxolone; CCD 
1042 


[3alpha,5alpha)-3- 
iydroxy-3-methyl- 
pregnan-20-one 


GAB A agonist 


epilepsy; migraine 


valproate 
semisodium; 
divalproex sodium; 
semisodium 
valproate; ABBOTT 
50711; DEPAKOTE; 
EPIVAL; VALCOTE 


2-propylpentanoic 
acid sodium salt (2:1) 


GAB A releasing 
agent 


epilepsy; migraine; 

schi^phrenia; 

depression 
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4991W93 


Unspecified 


Inflanimation 

inhibitor 


migraine 


FK888 


trans-4-hydroxy- 1 - 

[(1-methyl-lH-indol- 

3-yl)carbonyl]-L- 

propyl-N- methyl-3- 

(2-naphthalenyl)-N- 

(phenylinethyl)-L- 

aianinamide 


neurokinin antagonist 


asthma; migraine 


lanepitant; LY 
303870 


(R)-N«.[2-acetyl[(2- 
methoxyphenyl)meth 
yI]amino]-l-(lH- 
indol-3- 

ylmethyl)ethyl]-[l,4'- 

bipiperidine]-!- 

acetamide 


neurokinin 

antagonist; analgesic; 
neurokinin 1 
antagonist 


asthma; pain; 
migraine 


GR 205171 


(2S-cis)-N-[[2- 
methoxy-5-[5- 
(trifluoroinethyl)-lH- 
tetrazol-1- 

yI]phenyl]methyl]-2- 

phenyl-3- 

piperidinamine 


neurokinin 
antagonist; 
neurokinin 1 
antagonist 


emesis; migraine 


neutral 

endopeptidase; NEP 


Unspecified 


neutral 

endopeptidase; 

proteinase; 

metalloproteinase 


cancer; migraine; 
inflammatory bowel 
disease; 
inflammation; 
asthma; respiratory 
disease 


nitric oxide inhibitor, 


unspecified 


oitric oxide inhibitor 


migraine 


diclofenac potassium; 

CGP45840B; 

CATAFLAM; 

CATAFLAN; 

DICLOFEN; 

VOLTAREN 


potassium (o-(2,6- 

iichloroanilino)- 

phenyl)acetate 


NSAID 


hflammation; 
migraine; surgery 


dapitant; RPR 1008931 
I 

i 

r 

c 

i 


:3aS- 

:2(R*),3aalpha,4beta, 
7aalpha]]-octahydro- 
t-(2-methoxyphenyl)- 
S-[2.(2. 

nethoxyphenyl)-!- 
)xopropyl]-7,7- 
liphenyl-lH- 
soindol-4-ol | 


substance P j 
mtagonist; NSAID i 
t 


isthma; 

nflammation; 

nigraine 
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BMS 182246 


Unspecified 


Sumitripan-like 

activity 


migraine 


ALX0625 


Unspecified 


Unspecified 


migraine 


BMS 181885 


3-[[3-[3-[4-(5- 

methoxy-4- 

pyrimidinyl)-!- 

piperazinyljpropyl]- 

lH-indol-5- 

yl]amiuo]-4-methyl- 

3-cyclobutene-l,2- 

dione 


Unspecified 


migraine 


orug aciivcry sysieni, 
solid liquid polymer, 
migraine therapy 


Unspecified 


Unspecified 


migraine 


migraine therapy 


Unspecified 


Unspecified 


migraine 


Parthenolide 


Unspecified 


Unspecified 


migraine 


SB 218842 


Jnspecified 


unspecified 


migraine 



Table 32. Current Candidate Therapeutic Interventions for the Treatment of Multiple 
Sclerosis 



Product Name 


Chemical Name 


Action 


Indication 


RG 13577 


(4- 

hydroxyphenoxy)acet 
ic acid, polymer with 
formaldehyde 
monoammoniate 


angiogenesis 
inhibitor, FGF 
antagonist 


restenosis; multiple 
sclerosis 


VLA4 integrin 
antagonist, 


unspecified 


cell adhesion 
inhibitor; integrin 
antagonist; VLA 4 
antagonist; NSAID 


asthma; rheumatoid 
arthritis; multiple 
sclerosis 


drug delivery system, 
corticotropin; 
corticotropin delivery 
system; drug delivery 
system, ACTH 


Unspecified 


Corticotropin; 
hormone 


multiple sclerosis 


interferon agonists, 


Unspecified 


cytokine agonist; 
NSAID 


cancer; viral 
infection; infectious 
disease; multiple 
sclerosis 


gene therapy, 
cytokines, 


Unspecified 


cytokine; 

immunosuppressant 


autoimmune disease; 
rheumatoid arthritis; 
diabetes; multiple 
sclerosis 
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Interleukin-lO; IL-10; 
cytokine synthesis 
inhibitory facton 
CSIF; SCH 52000; 
TENOVIL 


interleukin 10 (humar 
clone pH15C) 


I cytokine; vaccine 
adjuvant; 

immunosuppressant; 
NSAID 


autoimmime disease; 
inflammatory bowel 
disease; rheumatoid 
arthritis; multiple 

sclerosis; psoriasis; 
HIV infection; viral 
infection 


Spirogermanium; 
NSC 192965; SPIRO- 
32 


8,8-diethyl-N,N- 
dimethyl-2-aza-8- 
germaspiro[4.5]decan 
e-2~propanamine 


DMARD; NSAID 


malaria; multiple 
sclerosis; rheumatoid 
arthritis; cancer 


SRI 62834 


(+.-)- 2- 

[[hydroxy[[tetrahydro 
-2- 

[(octadecyloxy)methy 
l]-2- 

furanyI]methoxy]pho 
sphinyl]oxy]-N,N,N- 
trimethyl- 
ethanamium, inner 
salt. 


ether lipid 


cancer, multiple 
sclerosis 


Transfomiing growth 
factor beta 2; TGF 
beta2; FOVALIN; 
BetaKine 


Unspecified 


growth factor; 
cicatrizant 


retinopathy; 

osteoporosis; skin 
ulcer, multiple 
sclerosis 


GPI 1046 


l-(3,3-dimethyH,2- 
dioxopentyl)-L- 
proline 3-(3- 
pyridinyl)propyl ester 


growth factor; 
neurotrophic factor 


Alzheimer disease; 
Parkinson disease; 
multiple sclerosis; 
neuropathy 


NIL-A 


Unspecified 


growth factor; 
ueurotrophic factor 


Alzheimer disease; 
Parkinson disease; 
multiple sclerosis; 
neuropathy 


aeural progenitor 
regulatory factor 


Unspecified 


growth factor; 
3eptide; neurotrophic 
actor 


multiple sclerosis; 
trauma; 

aeiuodegeneration 


AG 284 

■ 


MHC molecule with 
myelin basic protein 


[mmunomodulation 


multiple sclerosis 


Multiple sclerosis 
therapy 


Chimeric virus 

3articles 


mmtmomodulation 


multiple sclerosis 


OUgodendroglial 
trophic factor; OTF 


Peptide 


[mmunomodulation i 


multiple sclerosis 


RecepTox-MBP [ 


peptide; fusion toxin 


mmunomodulation i 


multiple sclerosis 
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MAb, 23F2G; MAb, 
leukointegrin; Hu 
23F2G; LeukArrest 


23F2G;MAb, 
leukointegrin 
monoclonal antibody 


Immunomoduiation; 


multiple sclerosis; 
cardiovascular 
disease; myocardial 
infarction; stroke 


MAb, OX40-ricin A; 
iimnunotoxin OX40- 
ricin A 


Immunotoxin 
monoclonal antibody; 


Immunomodulation; 


multiple sclerosis 


MAb, alpha4betal 
integrin; AN 100226; 
ANTEGREN 


Unspecified 


Immunomoduiation; 
monoclonal antibody 


multiple sclerosis; 
Crohn disease; 
ulcerative colitis 


MAb, Ml 


Unspecified 


Immunomoduiation; 
monoclonal antibody 


trauma; multiple 
sclerosis 


MAb, humanized, 
leukemia; MAb, 
IgG2B; LDP 03; BW 
7U; CAMPATH; 
CAMPATH-IH 


Unspecified 


Immunomoduiation; 
monoclonal antibody; 
NSAID 


dieumatoid arthritis; 
cancer; multiple 
sclerosis; transplant 
rejection 


ABR 215062 


Unspecified 


Inununomodulator 


multiple sclerosis 


Glatiramer acetate; 
copolymer 1; COP 1; 
COPAXONE 


L-glutamic acid 
polymer with L- 
alanine, L-lysine and 
L-tyrosine, acetate 
(salt) 


Immunomodulator 


multiple sclerosis 


PA 1093 


Herpes virus 6 protien 
derivative 


[mmunomodulator 


multiple sclerosis 


Roquinimex; LS 
2616; FCF 89; 
LINOMTOE 


l,2-dihydro-4- 

iydxDxy-N,l- 

dimethyl-2-oxo-N- 

Aenyl-B- 

quinolinecarboxamid 

e 


immunostimulant 


multiple sclerosis 


AIlOl 


Unspecified 


immunosuppressant 


multiple sclerosis 


AI 102 


Unspecified 


immunosuppressant 


multiple sclerosis 


GalaptiiiL-14-1; 

immunomodulatory 

lectm-l;IMH 


Unspecified 


imniunbsuppressant 

■ 


transplant rejection; 
multiple sclerosis 


PEPTIMER 


Unspecified 


immunosuppressant 

■ 


autoimmune disease; 
multiple sclerosis; 
rheumatoid arthritis; 
iiabetes 


AI 100: MYLORAL 


Jnspecified 


immunosuppressant 


multiple sclerosis 
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Gusperimus; 
gusperimus 
hydrochloride; 
deoxyspergualin, 15-; 
desoxyspergualin; 
DSG;NKT01;NSC 
356894; BMS 
181173;BMY 42215- 
1; SPANIDIN; 
SUPANIDIN 


(+,-)-7- 

[(aminoiminomethyl) 

amino]-N-[2-[[4-[(3- 

aminopropyl)amino]b 

utyl]amino]-l- 

hydroxy-2- 

oxoethyljheptanamid 

e 


unmunosuppressant 


transplant rejection; 
multiple sclerosis; 
cancer 


MAb, gamma 
interferon, 

humanized; SMART 

anti-gamma 

interferon 


Unspecified 


immunosuppressant 
monoclonal antibody; 


systemic lupus 
erythematosus; 
multiple sclerosis 


Lymphocyte 
activation gene 3 
protein; LAG 3 
protein 


Unspecified 


inununosuppressant; 
biotechnology 


transplant rejection; 
multiple sclerosis 


MP4 


Unspecified 


immunosuppressant; 
biotechnology; 
apoptosis inducer 


multiple sclerosis 


ATP 012; TP 12 


Unspecified 


immimosuppressant; 

biotechnology; 

peptide 


multiple sclerosis 


MAb, T cell antigen 
receptor; ATM 027; 
rM27 


Unspecified 


Immunosuppressant; 
monoclonal antibody; 


multiple sclerosis 


Priliximab; MAb, 
humanized CD4; cM- 
1412; CEN 000029; 
CENTARA 

J 

( 


[mmunoglobulin Gl 
'human-mouse 
monoclonal cm-T412 
anti-human antigen 
CD 4), disulfide with 
luman-mouse 
nonoclonal cm- 
r412.kappa.-chain, 
limer 


immunosuppressant; 
monoclonal antibody; 
NSAID 


multiple sclerosis; 
autoinmiune disease; 
rheumatoid arthritis 


Lenercept; tumor 
necrosis factor 
receptor fusion 
protein; TNF receptor 
fusion protein; Ro 
452081; TENEFUSE 


Jnspecified i 
I 


nmiunosuppressant; i 
t 


heumatoid arthritis; 
isthma; septic shock; 
nultiple sclerosis 
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MAb, CD40 ligand; 
5C8; A^^^OVA 


Unspecified 


immunosuppressant; 
NSAID 


inflammation; 
systemic lupus 
erjrthematosus; 
multiple sclerosis 


Autoimmune disease 
therapy, 


Unspecified 


immunosuppressant; 
NSAID 


rheumatoid arthritis; 
multiple sclerosis; 
systemic lupus 
erythematosus 


Cladribine; 2-CdA; 
NSC 105014F; RWJ 
26251; LEUSTATIN; 
LEUSTAT; 
MYLENAX 


2-chloro-y- 
deoxyadenosine 


immunosuppressant; 
nucleoside analogue; 
NSAID 


cancer; multiple 
sclerosis; rheumatoid 
arthritis 


ZAP inhibitors, Ariad 


unspecified 


immunosuppressant; 
protein kinase 
inhibitor; tyrosine 
kinase inhibitor; 
NSAID 


transplant rejection; 
rheumatoid arthritis; 
inflammatory bowel 
disease; systemic 
lupus erythematosus; 
multiple sclerosis 


alpha4betal integrin 
antagonist 


Unspecified 


integrin antagonist; 
cell adhesion 
inhibitor; alpha4 
betal integrin 
antagonist 


multiple sclerosis 


VLA-4 antagonists, 
inflammatoiy 
diseases; BIO 1211 


N-[[4-[[[(2. 

methylphenyl)amino] 

carbpnyl]amino]phen 

yl]acetyl]-L-leucyl-L- 

alpha-aspartyl-L- 

valyl-L-proline 


Sntegrin antagonist; 
VLA 4 antagonist 


asthma; multiple 
sclerosis 


Interferon beta-la; 
IFNbeta; AVONEX 


interferon beta- la 


interferon 


viral infection; 
multiple sclerosis; 
:ancer 


Interferon beta-la; 
interferon beta; IFN- 
beta; REBIF 


Unspecified 


interferon 

i 

c 


:ancer; viral 
nfection; multiple 
sclerosis; 

nflammatory bowel 
lisease 


Interferon beta-lb; 

interferon beta-serine; 
SH 579; ZK 157046; 
BETASERON; 
BENESERON; 
BETAFERON 


i-166-interferonbeta i 
I (human fibroblast 
•educed) 


nterferon i 

c 


nultiple sclerosis; 
cancer, vhal infection 


Interferon tau 


Jnspecified i 


nterferon . r 


nultiple sclerosis 
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alpha interferon, 

natural; 

OMNIFERON 


Unspecified 


interferon 


multiple sclerosis; 
viral infection 


. Interferon beta; 
FRONE 


Unspecified 


interferon 


multiple sclerosis; 
cancer; eye disease 


Solimastat; BB 3644 


(2S,3R>3.[[)lS)-2,2- 

dimethyM-(2- 

pyridylcarbamoyl)pro 

pyl]caibamoyl]-2- 

metiioxy-5- 

methylhexanohydrox 

amic acid 


matrix 

metalloproteinase 
inhibitor; TNF 
inhibitor; proteinase 
inhibitor 


multiple sclerosis; 
rfieumatoid arthritis; 
inflammatory bowel 
disease; cancer 


LG21101 


Unspecified 


NSAID 


inflammation; 
multiple sclerosis 


NBI116 


Unspecified 


NSAID 


multiple sclerosis; 
rheumatoid arthritis 


PKC-RACK 

interaction inhibitors. 


Unspecified 


NSAIDyPKC-RACK 

interaction inhibitors 


arthritis; multiple 
sclerosis; asthma 


white blood cell 
migration inhibitors, 


Unspecified 


NSAID, white blood 
cell migration 
inhibitors. 


inflammation; 
multiple sclerosis 


Neurotactin blockers 


Unspecified 


NSAID; chemokine 
antagonist; gene 


multiple sclerosis; 
inflammation 


Lexipafant; BB 882; 
DO 6; GR 167089; 
ZACUTEX 


N-methyl-N[[4-(2- 

methyl-lH- 

iniidazo[4,5- 

c]pyridin-l- 

yl)methyl]phenyl]sulf 

onyI]-L-leucine ethyl 

ester 


PAF antagonist 


thrombosis; endotoxic 
shock; pancreatitis; 
eye disease; multiple 
sclerosis 


GinkgolideB; BN 
52021 


lexacyclic trilactone 


PAF antagonist; 
platelet antiaggregant 


thrombosis; 
dermatitis; asthma; 
multiple sclerosis; 
septic shock 


CGP 77116 


Unspecified 


peptide 


multiple sclerosis 


Multiple sclerosis 
therapy 


Unspecified 


peptide 


multiple sclerosis 


Multiple sclerosis 
therapy 


L/nspecified 


3eptide i 


nultiple sclerosis 


Multiple sclerosis 
therapy 


Unspecified 


3eptide r 


nultiple sclerosis 


NBI114 


Unspecified 


jeptide t 


nultiple sclerosis 


NBI115 


Unspecified 


)eptide multiple sclerosis 
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NBI 5788; MSP 771 


D-ala-L-lys-L-pro-L- 

val-L-val-L-his-L- 

leu-L-phe-L-ala-L- 

asp-L-ile-L-val-L-thr- 

L-pro-L-arg-L-thr-L- 

pro 


peptide 


multiple sclerosis 


rD-mPGPtide 


Unspecified 


peptide; 

immunosuppressant 


transplant rejection; 
multiple sclerosis 


TNF receptor 
antagonist; TNF 
receptor antagonist. 


Unspecified 


peptide; NS AID 


rheumatoid arthritis; 
multiple sclerosis 


rolipram; ZK 62711; 
ME3167;ADEO 


4-[3- 

(cyclopentyloxy)-4- 

methoxyphenyl]-2- 

pyrrolidinone 


phosphodiesterase 
inhibitor 


cognitive defect; 
multiple sclerosis 


SH 636 


Unspecified 


phosphodiesterase 
inhibitor, 

phosphodiesterase IV 
inhibitor 


multiple sclerosis 


drug delivery system, 
IPDAS fampridine; 
fampridine BPDAS 


Unspecified 


potassium channel 
blocker 


multiple sclerosis; 
neuropathy 


Fampridine; EL 970; 
AVTTROL 


4-pyridinamine 


potassium chaimel 
blocker 


multiple sclerosis 


adapalene;CD271; 

DEFFERINE; 

DIFFERIN 


6-(4-methoxy-3- 

tricyclo[3.3.Ll(3,7)]d 

Bc-l-ylphenyl)-2- 

napthalenecaiboxylic 

acid 


retinoid agonist; 
retinoid; RAR 
agonist;.RARbeta 
agonist 


acne; multiple 
sclerosis 


drug delivery system, 
biodegradable 
micellar paclitaxel; 
paclitaxel micellar 


Unspecified 


Taxane; DMARD; 
NSAID; 

microtubule inhibitor 


rheumatoid arthritis; 
multiple sclerosis 


CC 1080 


Unspecified 


rNF inhibiton 
MSAID 


arthritis; cancer; 
nultiple sclerosis 


MNX160 


Unspecified 


rNF inhibitor; 
SfSAID ( 


rheumatoid arthritis; 
liabetes; multiple 
sclerosis 


Thalidomide; NSC 
66847 


Sf-(2,6-dioxo.3- 
3iperidyl)phthalimide 


rNF modulator, 
mmunosuppressant c 

s 
c 
t 


JTV infection; Crohn 
lisease; multiple 
jclerosis; Alzheimer 
isease; transplant 
ejection 
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Mitoxantrone; CL 
2323 15; NSC 
279836; NSC 
301739; DHAQ; 
DHAD; 

NOVANTRONE; 
NOVATRON 


l,4-dihydroxy-5,8- 
bis[[2-[(2- 

hydroxyethyl)amino] 

ethyl]amino]-9,10- 

anthracenedione 


Topoisomerase 
inhibitor 


cancer; multiple 
sclerosis 


ICR peptide, 
multiple sclerosis 


Vaccine 


vaccine 


multiple sclerosis 


vaccine, activated T 
cells; vaccine, 
multiple sclerosis 


Vaccine 


vaccine 


multiple sclerosis 


vaccine, multiple 
sclerosis; vaccine, 
Vbeta6.2/6.5 T cell 
receptor; AI 208; IR 
208 


Vaccine 


vaccine 


multiple sclerosis 


NBI 108 


Unspecified 


vaccine adjuvant; 
immunostimulant; 
neuroactive steroid 


Alzheimer disease; 
infectious disease; 
multiple sclerosis 


VCAM antagonists 


Unspecified 


vascular cell adhesion 
molecuTe inhibitor; 
NSAID 


atherosclerosis; 
rheumatdid arthritis; 
multiple sclerosis 


rBC609 


Unspecified 


vascular cell adhesion 
molecule inhibitor; 
NSAID; peptide 


atherosclerosis; 
rheumatoid arthritis; 
multiple sclerosis 


rBC772 


Unspecified.:.! 


vascular cell adhesion 
molecule inhibitor; 
NSAID; peptide 


atherosclerosis; 
rheumatoid arthritis; 
multiple sclerosis 


ZD 7349 


Unspecified 


VLA 4 antagonist; 
integrin antagonist; 
ISrSAID; cell adhesion 
inhibitor 


multiple sclerosis; 
arthritis 



Table 33. Current Candidate Therapeutic Interventions for the Treatment of Pain 



Product Name 


Chemical Name 


Action 


[indication 


anpirtoline 


4-[(6-chloro-2- 
pyridyl)thio]piperidin 

e 


5HT agonist; 5HT1B 
agonist; analgesic 


pain 


5HT antagonists 


Unspecified 


5HT antagonist; 
5HT1 A antagonist; 
analgesic 


pain 


SP186 


Unspecified 


5HT reuptake 
inhibitor; analgesic 


pain 
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AAL13 


2-[4-(3. 

cbloropropyl)-l- 
piperazinyllquinoline 


5HT reuptake 
inhibitor; analgesic; 
NSAID 


inflammation; pain 


C5R 79236 


(lS-trans)-N-(2- 

hydroxycyclopentyl)a 

denosine 


adenosine agonist; 
adenosine Al agonist 


pain; coronary artery 
disease 


UP 20232 


Unspecified 


adenosine agonist; 
analgesic 


pain; neuropathy 


adenosine analogues 


Unspecified 


adenosine analogues 
analgesic 


pain 


analgesic adenosine 
regulating agents 


Unspecified 


adenosine regulating 
agent 


pain 


GP 1683 


Unspecified 


adenosine regulating 
agent; analgesic 


pain 


adrenergic alpha2 
human 

neuroreceptors; 
neuroreceptors, 
adrenergic alpha2 
human 


Unspecified 


adrenergic alpha2 
human neuroreceptors 
analgesic 


research tool; pain; 

hypertension; 

glaucoma 


S 18616 


8-chloro-3,4- 
dihydrospiro[naphthal 
ene.2(lH),4*(5*H)- 
oxazoll-2'-amine 


alpha adrenergic 
agonist; alpha2 
adrenergic agonist; 
analgesic 


pain 


SNAP 5143 


Unspecified 


alpha adrenergic 
agonist; alpba2 
adrenergic agonist; 
analgesic 


pain; glaucoma 


RWJ 52807 


Unspecified 


alpha2 adrenergic 
agonist; alpha 
adrenergic agonist; 
analgesic 


pain 


ABT 594 


(R)-2~chloro-5-(2- 

azetidinylmethoxy)py 

ridine 


analgesic 


pain 


analben 


Unspecified 


analgesic 


rheumatoid arthritis; 
lain 


analgesic, 


2-phenylimida2o[2, 1 - 
t>]ben20thiazole-3- 
propanoic acid 9,9- 
lioxide 


analgesic 


pain 


analgesic, 


)-phenyl-9H- j 

Jiioxanthen-9-ol 

3ropanoate 


malgesic 


3ain 
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analgesic 


N-[4-(4-methyl-2- 
thiazolyl)-l-[2-(lH- 
pyrazol- 1 -yl)ethyl]-4- 
piperidinyl]N- 
phenylpropanamide 


analgesic 


pain; anesthesia 


analgesic. 


Unspecified 


analgesic 


pain 


analgesic 


(R)-3-amino-2,3,4,9- 

tetrahydrothiopyrano( 

2,3-b)indole 


analgesic 


pain 


analgesic 


(R)-3-methylaniino- 
2,3,4,9- 

tetrahydrothiopyranoi [ 
2,3-b)indole 


analgesic 


pain 


analgesic 


(R)-3-dimethylamino- 
2,3,4,9- 

tetrahydrothiopyrano( 
2,3-b)indole 


analgesic 


pain 


analgesic. 


Unspecified 


analgesic 


pain 


analgesic 


5- (4-methyIbenzoyl)- 

6- (methylthio)-l,2- 
dihydro-3H- 
pyrrolo(l ,2-a)pyrrole- 
1-carboxylic acid 


analgesic 


pain 


analgesics 


Unspecified 


analgesic 


pain 


Analgesics 


Unspecified 


analgesic 


bain; neuropathy 


BCH 1788 


Unspecified 


analgesic bain r 


buprenorphine + 
naloxone; naloxone + 
buprenorphine 


Unspecified 


analgesic 


sain 


capsaicin; ZOSTRIX; 

ZOTRIXHP; 

THERAGEN; 

IHERAGENHP; 

CAPSIDOL; 


[E)-N-[(4-hydn)xy-3- 
[nethoxyplienyl)meth 
/l]-8-methyl-6- 
lonenamide 


analgesic 


pain; neuropathy; 
diabetes 


cizolirtine;E4018 

1 


^f,N-dimethyl-2-[(l- 
TiethyMH-pyrazol-5- 
y^l)phenylmetiboxy]eth 
manune 


malgesic 


pain 


D 20450 


Jnspecified j 


maigesic i 


3ain 


D2I1S1 ] 


I -phenoxyphthalazine j 


malgesic i 


}ain 


dexpemedolac; PEM 
420; WAY PEM 420 

c 


'lS-cis)-l -ethyl- j 
,3,4,9-tetrahydro-4- 
phenybnethyl)pyran 
)[3,4-b]indole-l- 
icetic acid 


malgesic | 


^ain 
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dezocine; WY 16225; 
DALGAN 


[5R- 

(5alfa,llalfa,13S*)]- 

13-aminO' 

5,6,7,8,9,10,11,12- 

octahydro-5-methyl- 

11- 

methanobenzocyclod 
ecen-3-ol 


analgesic 


pain 


F9004T 


Unspecified 


analgesic 


pain 


FID 072021 


3-atropanyl 2-(4- 
chlorophenoxy) 
butyrate maleate 


analgesic 


pain; cognitive defect 


filenadol; FI 2024 


(R*,S*)-(+,-)-beta- 
l,3-ben2odioxol-5-yl- 
alpha-methyl-4- 
morpholineethano 1 


analgesic 


pain 


flubichin 


Unspecified 


analgesic 


pain 


flupirtine; D 998; W 
2964M; 

KATADOLON 


[2-amino-6-[[(4- 
fluorophenyl)methyl] 
aniino]-3-pyridinyl]-, 
ethyl ester, carbamic 
acid 


analgesic 


pain; neurological 


gapxavanyl; DA 
5018; DA 50018; KR 
25018 


4-(2-aminoethoxy)- 
N-[3-(3,4- 

dimethylphenyl)prop 
yl]-3- 

methoxybenzeneaceta 
mide 


analgesic 


pain 


GW 275919 


Unspecified 


analgesic 


pain 


rrc80i 


Unspecified 


analgesic 


pain 


KR 25018 


4-(2-aniinoethoxy)- 
ISf-[3-(3,4- 

dimethylphenyI)prop 

yl]-3-methoxy- 

benzeneacetamide 


analgesic 


3ain 


pain therapy 


Unspecified 


analgesic 


[>ain 


pain therapy 


Jnspecified 


analgesic bain 


pemedolac; AY 
30715 


:is-(+,-)-l-ethyl- 
l,3,4,9-tetrahydro-4- 
[phenylmethyl)pyran 
D[3,4-b]indole.l- 
u:etic acid 


malgesic | 


3ain 


peripheral nervous 
system therapy 


Jnspecified i 


malgesic [ 

c 


>ain; urinary tract 
lisorder 
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phenaridine; fenaridir 


iN-[2,5KiimethyM-(2- 
phenylethyl)-4- 
piperidinyl]-N- 
phenylpropan amide 


analgesic 


pain 


pregabalin; CI 1008; 
PD 144723 


(S)-3-(aminomethyl)- 

5-methyl-hexanoic 

acid 


analgesic 


epilepsy; pain 


Ro 158081 


Unspecified 


analgesic 


pain 


ruzadolane; UP 2691 


3-[[2-[4.(2,4. 
difluorophenyl)- 1 - 
piperazinyl]ethyl]thio 
]-l,2,4-triazoIo[4,3- 
a]pyridine 


analgesic 


pain 


SOI 


5,6-dihydro-9,10,14- 

trimethoxy-8H-l,3- 

dioxolo[4,5- 

h]isoindolo[l,2- 

b][3]benza2epine-8- 

one 


analgesic 


pain 


S 14080 


ben2oyl-6 dihydro- 
2,3-benzothiazole 


analgesic 


pain 


S8117 


Unspecified 


analgesic 


pain 


sameridine; LPB 139 


N-ethyH-hexyl-N- 
methyl-4-phenyl-4- 
piperidinecarboxamid 

e ' 


analgesic 


local anesthesia; pain 


SJ 2321 


Unspecified 


analgesic 


^ain 


SYM 2081 


(4R)-4-methyl-L- 
glutamic acid 


analgesic 


pain 


tramadol analogues 


Unspecified 


analgesic 


pain 


UP 52204 


Unspecified 


analgesic 


pain 


V2 


Unspecified 


analgesic 


pain 


NC164 


Unspecified 


analgesic 


pain 


dynorphin A; 
dynorphin A(l-13) 


Unspecified 


analgesic; peptide 


)ain 


bradykinin 
antagonists 


Unspecified 

I 


bradykinin 

uitagonist; analgesic; 

^^SAID 


pain; inflammation; 
septic shock 


bradykinin 
antagonist/mu 
agonist, Cortech 


Unspecified 


bradykinin 
mtagonist; mu 
igonist; opiate 
igonist; analgesic; 
srSAID 


nflammation; pain; 
nigraine 
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CP 0880; CP 880 


N-[[3-[[l-oxo-3.[4- 
[(1- 

oxopropyl)phenylami 

no]-l-(2- 

phenylethyl)-3- 

piperidinyl]propyl]ara 

inojphenyljacetyl]- 

beta-alanyl-D- 

arginyl-L-arginyl-L" 

prolyl-(4RH- 

hydroxy-L- 

prolylglycyI-3-(2- 

thienyl)-L-aIanyl-L- 

seryH3R)-l,2,3,4- 

tetrahydro-3- 

isoquinolinecarbonyl- 

N-cyclohexylglycyl- 

L-arginine 


bradyldnin 
antagonist; mu 
agonist; opiate 
agonist; analgesic; 
NSAID 


inflammation; pain 


FR 173657 


(E>3-[6- 
(acetylamino)-3- 
pyridinyl]-N-'[2-[[2,4- 
dichloro-3-[[(2^ - • 
methyl-8- 

quinolinyl)oxy]methy 
IJphenyljmethylamin 
□i-2-oxoethyl-2- 
propenamide 


bradykinin 
antagonist; NSADD; 
analgesic 


asthma; 

inflammation; pain 


NPS 846 


Unspecified 


calcium antagonist; 

analgesic 


stroke; epilepsy; pain 


ziconotide; SNK 111; 
CI 1009 


bmega-conotoxin 
MVIIA 


calcium antagonist; 
analgesic; peptide 


stroke; pain; brain 
ischemia 


AM 336 


Unspecified 


calcium channel 
blocker; analgesic 


sain 


calcium channel 
blockers. 


Unspecified 


calcium channel 
>locker; analgesic 


)ain 


SNX239 


Unspecified 


calcium channel 
blocker; analgesic 


pain; neuropathy 


drug delivery system, 
conopeptides 


Unspecified 


calcium channel 
)Iocker; sodium 
channel blocker; 
30tassium channel 
Dlocker; analgesic 


epilepsy; Parkinson 
iisease; stroke; pain; 
srain ischemia 


NE21610 

■ 


:Z)-N.[[4.(2- 
iniinoedioxy)-3- 
nethoxyphenyljmeth 
^11-9-octadecenamide 


:apsaicin analogue; 
malgesic 


>ain 



SanDiego-144144.1 



Page 21 10 



wo 00/50639 



PCT/USOO/01392 



L 365031 


4-bronio-N-(2,3- 
dihydro- 1 -methyl-2- 
oxo-5-phenyl- 1 H- 1 ,4- 
benzodiazepin-3- 
yObenzamide 


cholecystokinin A 
antagonist; 
• cholecystokinin 
antagonist 


pain 


L 156586 


Unspecified 


cholecystokinin 
antagonist 


gastrointestinal ulcer; 
pain 


L 156587 


14,15-didehydro-14- 
deoxyvirginiamycin 
Ml 


cholecystokinin 
antagonist 


gastrointestinal ulcer; 
pain 


L 156588 


14- 

deoxyvirginiamycin 
Ml 


cholecystokinin 
antagonist 


gastrointestinal ulcer; 
pain 


L 156906 


Unspecified 


cholecystokinin 
antagonist 


gastrointestinal ulcer, 
pain 


devazepide; L 
364718; MK 329 


(S)-N-(2,3-dihydro-l- 

methyl-2-oxo-5- 

phenyl-lH.1,4- 

benzodia2epin-3-yl)- 

lH-indole-2- 

carboxamide 


cholecystokinin 
antagonist; 
cholecystokinin A 
antagonist; analgesic 


pain 


L 365260 


(R)-N-(2,3-dihydro-l- 

tnethyl-2-oxo-5- 

phenyl-IH-1,4- 

benzodiazepin-3-yl)- 

N'-(3- 

me11iylphenyl)urea 


cholecystokinin B 
antagonist; 
cholecystokinin 
antagonist; analgesic 


pain 


vedaclidine; NNC 
111053; LY 297802 


(S)-3-[4-(butylthio)- 
1 ,2,5-thiadiazol-3-yl]- 
1- 

azabicyclo[2.2.2]octa 
Qe 


cholinergic agonist; 
muscarinic agonist; 
analgesic 


pain 


CM! 980 


Unspecified 

• 


cholinergic agonist; 
licotinic agonist; 
analgesic 


pain 


oicotihic agonists 


Unspecified 


cholinergic agonist; ( 
licotinic agonist; 
malgesic 


X)gnitive defect; 
jain; nicotine 
withdrawal 


SIB T1887 


Unspecified c 


cholinergic 
intagonist; nicotinic 
intagonist; analgesic 


)ain 


RU 54808 I 


Unspecified ( 
i 


:0X inhibitor; 5 [ 

ipoxygenase 

nhibitor 


)ain 
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drug delivery system, 
transdermal 
ketorolac; ketorolac 
transdennal 


Unspecified 


COX inhibitor; 
analgesic 


pain 


ketorolac; ketorolac 

trometamol; BPPC; 

RS 37619; RS 

3761900313; 

rORADOL; 

TARASYN; 

TORATEX; 

ACULAR; 

LIDDCOL; TORA 

DOL;TORA-DO; 

rONUM; 

KETRODOL 


(+,-)-5*benzoyl-2,3- 
dihydro-lH- 
pyrrolizine-l- 
carboxylic acid 


COX inhibitor, 
analgesic 


pain 


meloxicam; UH 
AC62; UH AC26XX; 
MOBIC; MOBICOX; 
MOBEC; MOVALIS; 
MOVATEC 


4-hydroxy-2-methyl- 
Nf-(5-inethyI-2- 
thiazolyl)-2H-l,2- 
benzothiazine-3-car 
boxamide 1,1 -dioxide 


COX inhibitor; 
analgesic; COX 2 
inhibitor; NSAID 


rheumatoid arthritis; 
inflammation; pain; 
osteoarthritis 


AHR.10037 


2-amino-3-(4- 

cMorobenzoyl)benzen 

eacetamide 


COX inhibitor; 
analgesic; NSABD 


inflammation; pain 


D1367 


Unspecified 


COX inhibitor; 
analgesic; NSAID 


pain; inflammation 


1614 


N-[3-(formylaniino)- 
4-oxo-6-phenoxy-4H- 
1 -benzopyran-7-yI]- 
tnethanesulfonamide 


COX inhibitor; 
analgesic; NSAID; 
DMARD 


inflammation; pain 


GR 253035 


Unspecified 


COX inhibitor; COX 
2 inhibitor; analgesic 


pain; Alzheimer 
disease 


L 783003 


Unspecified 


COX inhibitor; COX 
2 inhibitor; analgesic 


pain 


parecoxib; SC 
69124A 


tNr-.[[4-(5-methyl-3- 
phenyl-4- 

Lsoxazolyl)phenyl]suI 
fonyllpropanamide 


COX inhibitor; COX 
2 inhibitor; analgesic 


pain 


celecoxib; SC 58635; 
YM177 

1 


4-[5-(4- 

inethylphenyI)-3- 

[trifluoromethyl)-lH- 

jyrazol-l- 

y^l]ben2enesulfo 

lamide 


COX inhibitor; COX 
2 inhibitoi^ analgesic; 
SfSAID 


arthritis; pain; cancer 
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CT3 


Unspecified 


COX inhibitor; COX 
2 inhibitor; analgesic; 
NSAID 


pain; inflammation 


JTE522 


4-{4-cyclohexyl-2- 

methyl-5-oxazolyl)-2- 
fluorobenzenesulfona 
mide 


COX inhibitor; COX 
2 inhibitor; analgesic; 
NSAID 


inflammation; pain 


L 745337 


N-[6-[(2,4- 

difluorophenyl)thio]- 

2,3-dihydro-l-oxo- 

lH-inden-5- 

yljmethanesulfonami 

de . 


COX inhibitor; COX 
2 inhibitor; analgesic; 
NSAID 


pain; inflammation 


L 752860 


unspecified 


COX inhibitor; COX 
2 inhibitor; analgesic; 
NSAID 


inflammation; pain 


MK663 


Unspecified 


COX inhibitor; COX 
2 inhibitor, analgesic; 
NSAID 


inflammation; pain 


t^S398 


N-[2- 

(cyclohexyloxy)-4- 

nitrophenyl]methanes 

ulfonamide 


COX inhibitor; COX 
2 inhibitor; analgesic; 
NSAID - 


inflammation; pain 


Rofecoxib;MK966; 
VIOXX 


4-[4- 

(methylsulfonyl)phen 

yl]-3-phenyl-2(5H)- 

furanone 


COX inhibitor, COX 
2 inhibitor; analgesic; 
NSAID 


inflammation; 
rheumatoid arthritis; 
osteoarthritis; pain; 
Alzheimer disease 


Valdecoxib; SC 
65872 


4-(5-methyl-3- 
phenyl-4- 

isoxazoIyl)benzenesul 
bnamide 


CQX bhibitor; COX 
2 inhibitor, analgesic; 
NSAID 


arthritis; pain 


COX 2 inhibitors, 


Unspecified 


COX inhibitor; COX 
2 inhibitor, NSAID; 
analgesic 


inflammation; 
osteoarthritis; pain 


Lomoxicam; 
chlortenoxicam; Ro 
139297; TS 110; 
CTX; SAFEM; 
XEFO;LORCAM 


6-chloro-4-hydroxy- 

2-methyl-N-2- 

pyridinyl-2H- 

thieno[2,3-e]-l,2- 

thiazin e-3- 

:arboxamide 1,1- 

lioxide 


COX inhibitor, 
MSAID; analgesic 


nflammation; pain 


E5090 

i 

I 
1 

5 


[Z)-3-[4-(acetyloxy)- c 
5-ethyl-3-methoxy-l- 2 
iaphthalenyl]-2- 
nethyl-2-propenoic 
icid 


cytokine inhibitor, i 
uialgesic; NSAID 


nflammation; pain 
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TAN 67 


trans-3- 

(1,3,4,5,12,12a- 

hexahydro-2- 

niethylpyrido[3,4- 

b]acridin-4a(2H)- 

yl)phenol 


delta agonist; opiate 
agonist; analgesic 


pain 


Prinomide; prinomide 

tromethamine; CGS 
10787; CGS 10787B 


alpha-cyano-1- 
methyl-beta- 
oxopyrrole-2- 
propionaniiide with 
2-amino- 2- 
(hydroxymethyl)- 1,3- 
propanediol 


DMARD; analgesic; 
immunosuppressant; 
NSAID 


inflanmiation; pain; 
rheumatoid arthritis 


FR 64822 


N-(3,6-dihydro- 

l(2H)-pyridinyl)-N'- 

4-pyridinylurea 


dopamine agonist; 
dopamine D2 agonist; 
analgesic 


pain 


BW443C 


L-tyrosyl-D- 
arginylglycyl-4-nitro- 
L-phenylalanyl-L- 
prolinamide diacetate 
(salt) 


enkephalinase 
inhibitor; analgesic 


asthma; pain; cough 


KK3 


[S-(R*,R*)]-alfa- 

aniino-4-hydroxy-N- 

[4-[[l- 

(hydroxymethyl)-2- 
phenylethyljamino]- 
4-oxobutyl]-N- 
methyl- 

benzenepropanamide 


enkephalinase 
inhibitor; analgesic 


pain 


ONO9902 


[1S-[1R*[R*(R*)]]]- 

4- [[2-[[(l,3-dihydro- 
3-oxo-l- 

isobenzofuranyl)thio] 
methyl]- 1-0X0-3- 
phenylpropyljamino]- 

5- 0X0-5- 

(phenylamino)pentan 
oic add 


enkephalinase 
inhibitor; analgesic 


pain 


Excitatory amino acid 
antagonist 


Unspecified 


excitatory amino acid 
antagonist; analgesic 


pain 


CGP 29030A 


l-[2-(4- 

chlorophenyl)ethyl]- 
4-(3,5. 

dimethoxybenzoyl)- 
piperazine, 

monohydrochloride | 


GABA agonist; 
analgesic 


pain 
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Gabapentin; CI 945; 
GO 3450; GOE2450, 
NEURONTIN 


1- 

(aminomethyl)cycloh 
exaneacetic acid 


GABA release 
analgesic 


epilepsy; anxiety; 
pain; neuropathy; 
psychosis; depression 


galaninl antagonists. 


Unspecified 


Galanin 1 antagonists 


obesity; pain; 
cognitive defect 


galanin modulators. 


Unspecified 


Galanin modulation 
analgesic 


obesity; diabetes; 
cognitive defect; pain 


Mipragoside; AGF 44 


[R-[R*,S*-(E)]].N- 

[l-[[[0-[N-acetyl-l- 

(l-methylethyl)-alfa- 

neuraminosyl]-(2-3)- 

0-[0-beta-D- 

galactopyranosyl-( 1 - 

3) -2-(acetylamino)-2- 
deoxy-beta-D- 
gaIactopyranosyl-( 1 - 

4) -0-beta-D- 
galactopyranosyl-( 1 - 
4)-beta-D-' 
glucopyranosyl]oxy] 
methyl]'2-hydroxy-3- 
heptadecenyljoctadec 
anamide 


ganglioside analogue; 
analgesic; NSAID 


inflammation; pain 


LY 379268 


(1R,4R,5S,6RH- 
amino-2- 

oxabicyclo[3. 1 .0]hex 
ane-4,6-dicaiboxylic 
acid 


glutamate agonist; 
mGluR agonist; 
analgesic 


neurode generation! 
pain 


BW524C79 


Jnspecified 


glutamate antagonist; 
analgesic 


pain 


NPS 2390 


Unspecified 


glutamate antagonist; 
tnGluR antagonist 


pain; epilepsy 


SIB 1757 


Unspecified 


glutamate antagonist; 
cnGluR antagonist; 
malgesic 


pain; neurological; 
leurodegeneration 


SIB 1893^ 


[Jnspecified 


glutamate antagonist; 
TiGluR antagonist; i 
malgesic 


Dain; neurological; 
leurodegeneration 


GV 196771; GV 1 
196771A i 

c 


5-4,6-dicMoro-3-[(2- j 
3xo-l-phenyl-3~ 
)yrrolidinyIidene)met 2 
iyl]-lH-indole-2- 
:aiboxyIic acid 
nonosodium salt 


jlutamate antagonist; 
^IMDA antagonist; 
malgesic 


3ain 
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CP 331; CP 6 


1 -(4-chlorobenzoyl)- 
5-methoxy-2-methyl- 
1 H-indole-3-acetic 
acid 2-[[2-oxo-2-[[3- 
[3.(1- 

piperidinylmethyl)ph 
enoxy]propyl]ainino] 
ethyllthiolethyl ester 


histamine antagonist; 
histamine H2 
antagonist; analgesic; 
NSAID 


inflammation; pain 


Melanocoitin 
receptor- 1 modulators 


Unspecified 


melanocortin agonist; 
melanocortin MCI 

agonist 


asthma; pain; 
nephritis 


Metabotropic 
glutamate receptor 
modulators 


Unspecified 


metabotropic 
glutamate receptor 
modulators analgesic 


pain; cognitive 
defect; schizophrenia; 
epilepsy 


remifentanil; GI 
87084; GI 87084B; 
GI87084X;ULTIVA 


4-(methoxycarbonyl)- 
4-[(l- 

oxopropyl)phenylami 

Q0]-1- 

piperidinepropanoic 
acid methyl ester 


mu agonist; opiate 
agonist; analgesic 


pain 


trefentanil; trefentanil 

hydrochloridef-A 

3665 


N-(l-(2-(4-ethyl-4,5- 

dihydra-5-oxo-lH- 

tetrazol-l-yl)ethyl)-4- 

phenyl-4- 

piperadinyl)-N-(2- 

fIuorophenyl)propana 

mide 

tnonohydrochloride 


mu agonist; opiate 
agonist; analgesic 


pain 


BCH 150 


Unspecified 


mu agonist; opiate 
agonist; peptide; 
analgesic 


pain 


mirfentanil; 
tnirfentanil 
hydrochloride; A 
3508 


N-[l-(2-phenethyl)-4- 
piperidinyl]-N- 
pyrazinyl-2- 
fiirancarboxmide 


mu antagonist; opiate 
antagonist; analgesic 


anesthesia; pain 


Narcotics 


Unspecified 


Narcotics analgesic 


pain; addiction; 
intoxication 


WIN 64821 


C2alpha,2'beta,5beta,5 

alpha)-2,5:2*,5'- 

dide(epidithio)-3,3- 

didemethyl-19,19'- 

iideoxy-19,19*- 

diphenylchaetocin 


aeurokinin 
antagonist; analgesic 


pain 
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GR 82334 


9-deglycme-10-[(5S> 

6-oxo-L-aifa-(2- 

methylpropyl)-!,?- 

diazaspiro[4.4]nonan< 

-7-acetic acid]-ll-L- 

tryptophanamidephys 

alemin 


- neurokinin 

antagonist; analgesic; 

neurokinin 1 
; antagonist 


pain 


lanepitant; LY 
303870 


(R)-N-[2-acetyl[(2- 
methoxyphenyl)meth 
yl]amino]-l-(lH- 
indoI-3- 

ylmethyl)ethyl]-[l,4'- 

bipiperidine]-!- 

acetamide 


neurokinin 

antagonist; analgesic; 
neurokinin 1 
antagonist 


asthma; pain; 
migraine 


L 733060 


(2S-cis)-3-[[3,5- 
bis(trifluoromethyl)p 
henyl]methoxy]-2- 
phenylpiperidine 


neurokinin 

antagonist; analgesic; 
neurokinin 1 
antagonist; NSAID 


inflammation; pain; 
asthma 


CP 96345 


(2S,3S)-cis-2- 

(diphenylmethyl)-N- 

[(2- 

[nethoxyphenyl)meth 

yi]-i- 

azabicyclo[2.2.2]octa 
n-3-amine 


neurokinin 
antagonist; analgesic; 
neurokinin 1 
antagonist; NSAID; 
substance P 
antagonist 


inflammation; 
pruritis; pain 


saredutant; SR 48968 


(S)-N-[4-(4. 

acetylaniino-4- 

phenyl-l- 

piperidinyl)-2-(3,4- 

dichlorophenyl)butyl] 

-N-methyl-benzaniide 


Neurokinin 
antagonist; analgesic; 
neurokinin 2 
antagonist 


asthma; pain; urinary 
incontinence 


aeurokinin 
antagonists 


Unspecified 


aeurokinin 

antagonist; analgesic; 
NSAID 


pain; inflammation 


CP 99994 

• 


:2S-cis)-N-[(2- 
metiioxyphenyOmeth j 
/l]-2-phenyl-3- i 
:>iperidinamine i 


neurokinin 
antagonist; 
leurokinin 1 
mtagonist; analgesic 


asthma; pain 


SR 144190 

c 


:R)-4-benzoyl-2-(3,4- 1 
iifluorophenyl)-2-[2- j 
4- I 
[(dimethylamino)car i 
)onyl]amino]-4- 
)henyl-l- 

)iperidinyl]ethyl]mor 
)holine 


leurokinin j 

mtagonist; i 
leurokinin 2 
mtagonist; analgesic 


isthma; urinary 
ncontinence; asthma; 
)ain 
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neuropeptide Y 
antagonists 


Unspecified 


neuropeptide Y 
antagonist; analgesic 


obesity; 
cardiovascular 
disease; anxiety; pain 


JMV449 


(S)-l-de-L-lysine-2- 
[N2.(2,6- 
diaminohexyl)-L- 
lysine]neuromedin N 
(pig spinal cord) 


neurotensin analogue; 
analgesic 


pain 


nitroglycerin; 
glyceryl trinitrate; 
trinitrin; ANOGESIC 


Unspecified 


nitrate; cicatrizant; 
analgesic 


skin ulcer, angina; 
pain 


memantine; D 145; 

NMI131; 

AKATINOL 


3,5-dimethyl-l- 
adamantanamine 


NMDA antagonist; 
analgesic; glutamate 
antagonist 


cognitive defect; 
pain; glaucoma; 
neuropathy 


NMDA antagonists 


Unspecified 


NMDA antagonist; 
analgesic; glutamate 
antagonist 


epilepsy; pain; brain 
ischemia 


CNS5161 


N'-[2-chloro-5- 

(methylthio)phenyl]- 

N-methyl-N-[3- 

(methylthio)phenyl]g 

uanidine 

monohydrochloride 


NMDA antagonist; 
glutamate antagonist 

- - — ■ - - 


pain; migraine; 
neuropathy 


ACEA 1328 


5-nitro-6,7-dimethyl- 
2,3-quinoxalinedione 


NMDA antagonist; 
glutamate antagonist; 
analgesic 


pain 


ACEA 1416; 
NMCQX 


5-nitro-6-methyl-7- 

chloro-2,3- 

quinoxalinedione 


NMDA antagonist; 
glutamate antagonist; 
analgesic 


epilepsy; pain; brain 
ischemia 


aptiganel; CNS 1102; 
CDD 2515A; 
CERESTAT 


N-(3-ethylphenyl).N- 
methyl-lSr-l- 
naphthalenyl- 
guanidine 


NMDA antagonist; 
glutamate antagonist; 
analgesic 


stroke; neuropathy; 
trauma; Parkinson 
disease; pain 


budipine; budipine 
hydrochloride; BY 
701;PARKINSAN 


iiniethylethyI)-4,4- 
iiphenylpiperidine 


NMDA antagonist; 
glutamate antagonist; 
analgesic 


Parkinson disease; 
pain 


NMDA antagonists. 


Unspecified 


MMDA antagonist; 
glutamate antagonist; 
analgesic 


}ain 


conantokins 


Unspecified 

1 


hIMDA antagonist; 
jlutamate antagonist; 
peptide; analgesic 


spilepsy; stroke; 
schizophrenia; pain; 
schemia 


nociceptor blockers, 
NB 1 


Unspecified 


lociceptor blockers 
malgesic 


7ain 


non-narcotic 1 
analgesic 


Unspecified i 


lon-narcotic [ 
malgesic analgesic 


>ain 
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2-halopyridine 


Unspecified 


NSAID 


inflammation; pain; 
insomnia 


Analgesic 


3-methyl-5- 

oxobenzo(b)thieno(2, 

3-d)thiazolo(3,2- 

a)pyrimidine-2-ca 

rboxylic acid ethyl 

ester 


NSAID 


pain; inflan^nation; 
gastrointestinal ulcer 


BN 50370 


l,3-dihydro-3,6- 
dimethyI-7-hydroxy- 
furo(3 ,4)pyridine 
hydrochloride 


NSAID 


inflammation; pain 


Diaveridine; EGIS 
5645 


5-[(3,4. 

dimethoxyphenyl)met 
hyl]-2,4- 

pyrimidinediamine 


NSAID 


inflammation; pain 


drug delivery system, 
hydrogel diclofenac; 
diclofenac hydrogel; 
DICLOFENAC 
HYCORE-R 


Unspecified 


NSAID 


pain; inflanmiation 


drug delivery system, 
OS AT diclofenac; 
diclofenac sustained 
release 


Unspecified - - 


NSAID 


pain; inflammatibri 


drug delivery system, 
OS AT ibuprofen; , 
ibuprofen sustained . 
release . ' 


Unspecified 


NSAID 


pain; rheumatoid 
arthritis; 
osteoarthritis; 
inflammation 


drug delivery system, 
sustained release 
microsphere 
flurbiprofen; 
flurbiprofen, 
sustained release 


Unspecified 


NSAID 


pain; inflammation 


DTA 


V-methyI-[l,r:3*,l"- 
terphenyl]-5 -acetic 
K:id 


SrSAID 


inflammation; pain 


FA 401 

4 

2 
C 


I -(4-fluorobenzoy 1)- 
)-methoxy-2-methyl- 
H-indole-3-acetic 
icid carboxymethyl 
sster 


^SAID 


jain; inflammation 
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Fluibiprofen axetil; 
LFP 83; ROPION; 
LIPFEN 


2-fIuoro-alpha- 

methyl-(l,r- 
biphenyl)-4-acetic 
acid, 1- 

(acetyloxy)ethyl ester 


NSAID 


pain; inflammation 


HU239 


(6aR-trans)-3-(l,l- 

dimethylheptyl)- 

6a,7,10,10a- 

tetrahydro-I- 

hydroxy-6,6- 

dimethyl-6H- 

dibenzo[b,d]pyran-9- 

carboxylic acid 


NSAID 


inflammation; pain 


LA 351 


5H-(1)- 

benzopyrano(2,3- 
b)pyri<iin-5-one 


NSAID 


inflammation; pain; 
asthma 


M 501 1;T 3788 


alpha-2-[4-(3-methyl- 
thienyl)phenyl]propio 
aic acid 


NSAID 


inflammation; pain 


Proglumetacin; 
protacine; CR 604; 
IMPETIN; PRGXtLr 
PROXATIL; 
AFLOXAN; 
TOLINDOL; 
BRUXEL; 
MiRTOACIN 


1 -(4-chlorobenzoyl)- 
5-methoxy-2-methyl- 
1 H-mdole-3-acetic 
acid 2.[4-[3-[[4- 
(ben2oylamino)-5 - 
(dipropylamino)-l ,5- 
dioxopentyl]oxy]prop 

yi]-i- 

piperazinyljethyl 
ester, (+,-)- 


NSAID 


inflammation; pain 


RP 67580 


(3aR-cis)-octahydro- 

2-[l-iinino-2-(2- 

methoxyphenyl)ethyl] 

-7,7-diphenyI-4H- 

isoindol-4-one 


NSAID j 


pain; inflammation 


SC107 . 


Unspecified 


NSAID 


irthritis; pain 


rZI 41078 


Unspecified 


NSAID 


nflammation; pain 


Aceclofenac; YT 919; 

AIRTAL; GERBIN; 

FALCOL; 

BRISTAFLAM; 

PRESERVEX; 

BIOFENAC; 

BARRACAN 


2-[(2,6. 

dichlorophenyl)amino 
Ibenzeneacetic acid, 
carboxymethyl ester 


•^SAID; analgesic | 


3ain; inflammation 
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Amtolmetin guacil; 

ST 679; MED 15; 

ARTROMED; 

EUFANS 


N-[[l-methyK5-(4- 
methylbenzoyl)- IH- 
pyrrol-2- 

yl]acetyl]glycine 2- 
methoxyphenyl ester 


NSAID; analgesic 


arthritis; rheumatoid 
arthritis; 

inflammation; pain 


bromfenac; 
bromfenac sodium; 
AHR 10282; 
DURACT 


2-amino-3-(4- 
bromobeiizoyl)benze 
neacetic acid 


NSAID; analgesic 


inflammation; pain 


CHF2003 


Unspecified 


NSAID; analgesic 


pain; inflammation 


Dexketoprofen 
trometamol; LM 
1158.TRIS;D 1158; 
ENANTYLM; 
QUIRALAM; 
KETESSE 


(S)-3-ben2oyl-alpha- 
methylbenzeneacetic 
acid cpd with 2- 
amino-2- 

(hydroxymethyl)- 1 ,3 - 
propanediol (1:1) 


NSADD; analgesic 


pain; inflammation 


Esfluibiprofen; 
flurbiprofen, (S)-; 
(S)-flurbiprofen; BTS 
24332 


(S>2-fluoro-alpha- 
methyl-4- 
biphenylacetic acid 


NSAED; analgesic 


pain 


florifaiine; FI 2522 


2-(l- 

pyrrolidinyl)ethyl-N- 
[7-(trifluoromethyl)- 
4- 

quinolyllantfaranilate 


NSAID; analgesic 


inflanmiation; pain 


flosulide;ZK 38997; 
CGP 28238; CGS 
28238; SH 459 


N-[6-(2,4- 

difluorophenoxy)-2,3- 
dihydro- 1 -oxo-1 H- 
inden-5- 

yl]methanfesulfonaini 

de 


SfSAID; analgesic 


inflammation; pain 


FS 205397 


6-ethoxy-2,3-dihydro- 

3,3-dimethyHH- 

mdole 

tnethanesulfonate 


>}SAID; analgesic 


Dain 


HAI105 


S,ll-dihydrO"2- 

[nethoxy-alpha- 
TiethyHl- 
>xodibenz[b,e]oxepin 
•3-acetic acid 


[^SAID; analgesic 


pain; inflammation 


HN3392 


^-(4-(4- 

nethoxyphenyl)-5- 
)henylthiazolyl) 


SfSAID; analgesic i 


nflammation; pain 


mofe2olac;N22; 
DISOPADSr r 
i 


J,4-bis(4- 

nethoxyphenyl)-5- 
soxazoleacetic acid 


^SAID; analgesic i 


nflanmiation; pain 
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Nabumetone; BRL 

14777; RELIFEN; 

ElELIFEX; 

LISTRAN; 

PRODAG; 

BALMOX; 

NABUMETON; 

RELAFEN 


4-(6-niethoxy-2- 
n^hthyl)-2-butanone 


NSAID; analgesic 


pain; inflammation 


olvanil; oluvanil; NE 
19550 


N-vanillyloleamide 


NSAID; analgesic 


pain; inflammation; 
viral infection 


Pelubiprofen; CS 
670; RS 2131 


aIpha-methyl-4-[(2- 
oxocyclohexyllidene) 
methyljbenzeneacetic 
acid 


NSAID; analgesic 


inflammation; pain 


piroxicam betadex; 

piroxicam 

cyclodextrin; CHF 

1194;BREXIN; 

BREXINE; 

BREXIDOL; 

CYCLADOL; 

BREXICAM; . 

BREXmiL 


4-hydroxy-2-methyl- 
N-(2-pyridinyl)-2H- 
1 ,2-ben20thiazine-3- 
carboxamide 1,1- 
dioxide compound 
with beta- 
cyclodextrin 


NSAID; analgesic 

■■ ■■- ■ 


pain; inflammation 

..... 


Polyunsaturated fatty 
acids, PUFA 


Unspecified 


NSAID; analgesic 


inflammation; pain 


renosal;MRY134 


2- 

thiophenecarboxylic . 
acid, ester with 
salicylic acid 


HSAID; analgesic 


3ain 


rifurac;RS 82917; 
RS 82917030 


7-[4- 

(methylthio)benzoyl]- 

S-benzofiiranacetic 

acid 


NSAID; analgesic 


inflammation; pain 


Tilnoprofen aibamel; 
Y 23023 

c 


[+/-)-alpha-2-methyl- 
5H- 

l]bai2opyran[2,3- 
[>]pyridine-7«acetic 
icid, 2- 

;dimethylamino)-2- 
Dxoethyl ester 


F^SAID; analgesic 


inflammation; pain 


HCT3012 1 


Jnspecified 

c 


^SAJD; nitric oxide f 
lonor 


)ain; inflammation 


HCT6015 I 


Jnspecified 

c 


^SAID; nitric oxide f 
ionor 


mn 
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NCX4016 


2-(acetyloxy)ben2oic 
acid, 2- 

[(nitrooxy)methyl]ph 
enylester 


NSAID; nitric oxide 
donor; platelet 
antiaggregant; 
analgesic 


thrombosis; pain 


HP 228 


N-acetyl-Nleu-Gln- 

His-Phe-Arg-Trp- 

Gly-amide 


NSAID; peptide; 
melanocortin agonist 


pain; inflammation; 
asthma; cachexia 


Samarium 153 Sm 
lexidronam; Sm 153- 
EDTMP; samarium 
153-EDTMP; 
samarium EDTMP; 
CYT424; 


(OC.6-21).[[[l,2- 

ethanediylbis[nitrilobi 

s(methylene)]tetrakis[ 

phosphonato]](8-)- 

N,N*,OP,OP',OP",OP" 

']-samarate(5-)- 

153Sm 


NSAID; 

radiotherapeutic 


cancer; pain; 
rheumatoid arthritis 


Analgesic, human 
serum albumin 
conjugated opioid 
peptide 


Unspecified 


opiate agonist 


pain 


AXC 3742 


Unspecified 


opiate agonist 


pain 


AXC 3943 


Unspecified 


opiate agonist 


pain 


drug delivery system, 
hydrogel pethidine; 
pethidine hydrogel 


Unspecified 


opiate agonist 


pain 


Oxycodone + 
ibuprofen; ibuprofen 
+ oxycodone 


Unspecified 


opiate agonist 


pain 


ADL 21294 


Unspecified 


opiate agonist; 
analgesic 


pain; corneal abrasion 


Analgesic 


Ujispecified „ . 


opiate agonist; 
analgesic 


pain 


Brifentanil; A3331 


(V)-cis-N-[l-[2-(4. 

ethyl-5-oxo-2- 

tetrazolin- 1 -yl)ethyl]- 

3-methyl-4- 

piperidyI]-2'-fluoro-2- 

methoxyacetanilide 


opiate agonist; 
analgesic 


pain 


drug delivery system, 
ANCHOR opioid 
agonist 


Unspecified 


Dpiate agonist; bain 
analgesic f 
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drug delivery system, 
transdermal fentanyl; 
TTS-fentanyl; 
. fentanyl transdermal; 
KJK4263; 
SUBLIMAZE; 
DURAGESIC; 
DUROGESIC 


Unspecified 


opiate agonist; 
analgesic 


pain 


LEF 576; BCH 3963 


Unspecified 


opiate agonist; 
analgesic 


pain 


ocfentanil; A3217 


N-(2-fluon>phenyl)-2- 
methoxy-N-[l-(2- 
phenylethyl)-4- 
piperidinyllacetamide 


opiate agonist; 
analgesic 


pain 


TRK820 


(2E)-N- 

[(5alpha,6beta)-17- 

(cyclopropylmetiiyl)- 

4,5-epoxy-3,14- 

dihydroxymorphinan- 

6-yl]0-(3-furanyl)-N- 

methyI-2- 

propenamide 

monohydrochloride 


opiate agonist; 
analgesic; kappa 
agonist 


pain 


BW 373U86 


[l(S*),2alfa,5beta]- 

(+,-)-4.rr2,5- 

dimethyl-4-(2- 

propenyl)-!- 

>ipera2inyl](3- 

hydroxyphenyl)methy 

1]-N,N- 

diethylbenzamide 


opiate agonist; delta 
aconist' analgesic 


pain 


SB 235863 


Unspecified 


opiate agonist; delta 
agonist; analgesic 


3ain 


SNF8912 


[H2N-(CH2)7-CO- 
NH)Asp-Tyr-(N- 
Me)Nle-Gly-Trp-(N- 
Me)Nle-Asp-Phe- 

NH2 


Dpiate agonist; delta 
agonist; analgesic 


pain 


SNF9007 

] 


L-alpha-aspartyl-L- 

tyrosyl-D- 

3henylalanylglycyl- 

L-tiyptophyl-N-me 

hyl-L-norleucyl-L- 

iIpha-aspartyl-L- 

jhenylalaninamide 


opiate agonist; delta 
igonist; analgesic 


3ain 
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opioid mimetic 
peptides 


Unspecified 


opiate agonist; delta 
agonist; analgesic; 
peptide 


pain; addiction 


Apadoline; RP 
60180; RP 601 80A; 
RPR 60180 


(R)-10-[l-methyl-2. 

(1- 

pyrrolidinyl)ethyl]-N- 
propyl-lOH- 
phenothiazine-2- 
carboxamide 


opiate agonist; kappa 
agonist; analgesic 


pain 


BRL 53001A 


(2S)-l-(l-oxo-3,4- 

dihydro-(2H)-naphth- 

6-yl)acetyl-2- 

dimethyl- 

aminomethyl 

piperidine 

hydrochloride 


opiate agonist; kappa 
agonist; analgesic 


pain 


CL 891601 


Unspecified 


opiate agonist; kappa 
agonist; analgesic 


pain 


DUP747 


trans-(+,-)-3,4- 

dichloro-N-methyl-N- 

[l,2,3,4-tetrahydro-5- 

methoxy-2-(l- 

pyrrolidinyl)-!- 

naphthalenyl]benzene 

acetamide 


opiate agonist; kappa 
agonist; analgesic 


pain 


E2078;66A078 


N-methyl-L- 

tyrosylglycylglycyl- 

L-phenylalanyl-L- 

leucyl-L-arginyl-N2- 

methyl-L-aiginyl-N- 

ethyl-D-leucinamide 


opiate agonist; kappa 
agonist; analgesic . 


pain 


BMD 60400 


N-inethyl-N((lS))4- 
phenyl-2.((3S)-3- 
lydroxypyrrolidine- 
1 -yl)-ediyl-2-amino- 
phenylacetamide 


opiate agonist; kappa 
agonist; analgesic 


pain 


GR 102908 


Unspecified 


opiate agonist; kappa 
agonist; analgesic 


pain 


GR 107537 


[S.(R*^*)]-5-[(3,4. 

dichlorophenyl)acetyl 

|-4,5,6,7-tetrahydro- 

4-[(3-hydroxy-l- 

pyrrolidinyl)methyl]f 

iro[3,2-clpyridine 


opiate agonist; kappa 
agonist; analgesic 


pain 
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ICI 197067 


(S)-3,4-dichloio-N- 

methyl-N-[2-methyl- 

1-(1- 

pyrrolidinylmethyOpr 
opyljbenzoieacetanii 
de 

monohydrochloride 


opiate agonist; kappa 
agonist; analgesic 


pain 


0204448 


(+,.)-[3-[l-[[(3,4- 
dichlorophenyI)acetyl 
]methylamino]-2-( 1 - 
pyrrolidinyI)ethyl]phe 
noxyjacetic acid 
monohydrochloride 


opiate agonist; kappa 
agonist; analgesic 


pain 


R 84760 


(3RH.[[(1S).5,6- 

dichloro-2,3-dihydro- 

lH-inden-1- 

yl]carbonyl]-3-(l- 

pyrrolidinyImethyl)th 

iomorpholine 

monohydrochloride 


opiate agonist; kappa 
agonist; analgesic 


pain 


Asimadoline; EMD 
61753 . . 


[S-(R*JFl*)]-N.[2-(3- 
hydroxy- l- 
pyr^olidinyI)-l- 
phenyIethyI]-N- 
methyl-.alpha.- 
phenyl-, 

benzeneacetamide 


opiate agonist; kappa 
agonist; analgesic; 
NfSAID 


pain 


opiate analgesic. 


Unspecified 


opiate agonist; mu 
agonist 


pain 


BCH 2687; LEF 553 


Unspecified 


opiate agonist; mu 
agonist; analgesic 


pain 


drug delivery system, 
hydrogel morphine; 
morphine hydiogel; 
MORAXEN; 
MORPHINE 
HYCORE-R 


Unspecified 


opiate agonist; mu 
agonist; analgesic 


sain 


drug delivery system, 
oral sustained release 
morphine; morphine 
sustained release; 
KAPANOL; 
KADIAN; MORCAP 
SR 


Unspecified 


opiate agonist; mu 
igonist; analgesic 


3ain 
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drug delivery system, 
oral transmucosal 
fentanyl; fentanyl 
OTFC; ACTIQ; 
FENTANYL 
ORALET 


Unspecified 


opiate agonist; mu 
agonist; analgesic 


anesthesia; pain 


drug delivery system, 
OROS oral controUec 
release hydrocodone; 
hydrocodone OROS 


Unspecified 


opiate agonist; mu 
agonist; analgesic 


pain 


drug delivery system, 
OROS oral controlled 
release 

hydromorphone; 
hydromoiphone 
OROS 


Unspecified 


opiate agonist; mu 
agonist; analgesic 


pain 


drug delivery system, 
OROS oral controlled 
release morphine; 
morphine OROS 


Unspecified 


opiate agonist; mu 
agonist; analgesic 


pain 


drug delivery system, 
OS AT morphine; 
morphine sustained 
release 


Unspecified 


opiate agonist; mu 
agonist; analgesic 


pain 


drug delivery system, 
subcutaneous 
hydromorphone; 
hydromorphone 
subcutaneous implant 


Unspecified 


opiate agonist; mu 
agonist; analgesic 


pain 


drug delivery system, 
sustained release 
DepoFoam morphine; 
morphine DepoFoam; 
C0401; 
DepoMorphine 


Unspecified 


opiate agonist; mu 
agonist; analgesic 


oain; cancer 


drug delivery system, 

transdermal 

buprenorphine; 

buprenoiphine 

transdermal 


Unspecified 


jpiate agonist; mu 
igonist; analgesic 


>ain 


drug delivery system, 
transdermal fentanyl; 
fentanyl transdermal 


Jnspecified 

. £ 


)piate agonist; mu f 
igonist; analgesic 


)ain 
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HP 736 


cis-7-bn)mo- 

l,2,3,3a,8,8a- 

hexahydrO'l,3a,8- 

trimethylpyrrolo[2,3- 

b ]indol-5-ol (E)-2- 

butenedioate(l:l) 

(salt) 


opiate agonist; mu 
agonist; analgesic 


pain 


morphine-6- 
glucuronide; CEE 
04410; HN 33169; 
CAP 


mbrphine'6- 
glucuronide 


opiate agonist; mu 
agonist; analgesic 


pain 


pentamorphone; RX 
77989; A 4492 


7,8-didehydro-4,5a- 
epoxy-3-hydroxy- 1 7- 
methyl-14- 
(pentylamino)morphi 
nan-6-one 


opiate agonist; mu 
agonist; analgesic 


pain 


DPI 3290 


[2S- 

[l(S*),2alpha,5beta]]- 

3-[[2,5-dimethyl-4- 

(2-propenyl)-l- 

piperazinyl](3- 

hydrox)phenyl)methy 

1J-NK3- 

fluorophenyl)-N- 
methylbenzamide 
monohydrochloride 


opiate agonist; mu 
agonist; delta agonist; 
analgesic 


pain 


OHM 3295; ANQ 
3295 


Unspecified 


opiate agonist; mu 
agonist; kappa 
agonist; analgesic 


pain 


SK9709 . 


Tyr-D-Ala-Phe-Leu- 
Arg(CH2NH)Arg. 
NH2 


opiate agonist; mu 
agonist; kappa 
agonist; peptide 


pain 


naloxone + 
pentazocine; 
pentazocine + 
naloxone 


Unspecified 


opiate agonist; opiate 
antagonist; analgesic 


^ain; cancer 


tonazocine; WIN 
42156; WIN 42156 2 


^-)- 

[2aIfa,6alfa,llS*)-^ 

[1,2,3,4,5,6- 

iexahydro-8- 

liydroxy-3,6,11- 

trimethyl-2,6- 

Tiethano-3- 

3enza2X)cin-l l-yl)-3- 

^ctanone 


opiate agonist; opiate 
smtagonist; mu 
cigonist; delta agonist; 
malgesic 


pain 



SanDiego-144144.1 



Page 2128 



wo 00/50639 



PCT/USOO/01392 



picenadol; LY 
150720 


trans-(+,-)-3.(l,3- 

dimethyI-4-propyl-4- 

piperidinyl)phenol 


opiate agonist; opiate 
antagonist; mu 
agonist; mu 
antagonist; analgesic 


pain 


acetylmethadol; 
levomethadyl acetate 
hydrochloride; L- 
alpha acetylmethadol; 
LAAM; methadyl 
acetate; LAAM; MK 
790; ORLAAM 


beta-[2- 

(dimethylamino)prop 
yl]-alfa-ethyl-beta- 
phenylbenzeneethano 
1 acetate (ester) 


opiate antagonist; 
analgesic 


pain; addiction 


SNC 80 


[2S- 

[l(S*),2alpha,5beta]]- 
4-[[2,5-dimethyl-4- 
(2-propenyl)-l -piper 
azinyl](3- 

methoxyphenyl)met 

hyl]-N,N-diethyl- 

benzamide 


opiate antagonist; 
delta antagonist; 
analgesic 


pain 


ibuprofen + propiram; 
propiram + ibuprofen; 

DIRATAB^- 


Unspecified 


opiate antagonist; 
opiate partial agonist; 
mu agonist; mu 
antagonist; analgesic 


pain 


propiram; propiram 
fumarate; BAY 4503; 
FBA4503; 
DIRAME; ALGERIL 


N-(l-methyl-2- 
piperdinoethyl)-N-2- 
pyridyl-propionamide 
fumarate 


opiate antagonist; 
opiate partial agonist; 
mu agonist; mu 
antagonist; analgesic 


pain 


propiram + 
paracetamol; 
propiram + 
acetaminophen; 
paracetamol + 
propiram; 
acetaminophen + 
propiram; 
DIRAMAX 


Unspecified 


opiate antagonist; 
opiate partial agonist; 
mu agonist; mu 
antagonist; analgesic 


pain 


drug delivery system, 

transdermal 

buprenorphine; 

buprenorphine 

transdermal 


Unspecified 


Dpiate partial agonist; 
analgesic 


pain 


MR 2264 


Unspecified 


opiate partial agonist; | 
analgesic 


Dain 


analgesics. 


Unspecified i 


Deptide 


3ain 


CEE 04420 1 


Unspecified | 


peptide 


)ain 


CEE 04421 


Unspecified i 


3eptide 


)ain 
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drug delivery system, 
analgesic, oral 
transmucosal 


Unspecified 


peptide 


pain 


drug delivery system, 

Polyfunctional 

Molecular 

Modification, 

enkephalin; 

enkephalin 

Polyfunctional 

Molecular 

Modification 


Unspecified 


peptide; analgesic 


pain 


MERW8020 


Unspecified 


peptide; analgesic; 
NSAID 


inflammation; pain 


drug delivery system, 
MICROPUMP oral 
controlled release 
aspirin; aspirin 
MICROPUMP; 
ASACARD 


Unspecified 


platelet antiaggregant; 
thromboxane 
synthetase inhibitor; 
analgesic; NSAID 


thrombosis; pain; 
inflammation 


ZD 4953 


Unspecified 


prostaglandin 
antagonist; 
prostaglandin 
endoperoxide 1 
antagonist 


pain 


ZD 6416 


Unspecified 


prostaglandin 
eindoperoxide 1 
antagonist; analgesic 


pain 


ZD 6804 


Jnspecified 


prostaglandin 
endoperoxide 1 
antagonist; analgesic 


pain 


limaprost; limeprost; 
limaprost alfadex; OP 
1206; ONO 1206; 
OPALMON; 
PRORENAL 


(E)-7.[(lR,2R,3R)-3- 

hydroxy-2-[(E)- 

(3S,5S)-3-hydroxy-5- 

methyl-l-nonenyl]-5- 

3xocyclopentyl]-2- 

leptenoic acid 


prostanoid; analgesic 


cardiovascular 
disease; pain 


SC 42867 


:hlorodiben2[b,f][l,4] 
3xazepine-10(l IH)- 
:arboxylic acid 2-[3- 
^ethylsulfonyl)-!- 
jxopropyllhydrazide 


prostanoid; analgesic 


pain 
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SCH 34826 


N-[N-[2.[(2,2- 

dimethyl- 1-3- 

dioxolan-4- 

yI)methoxy]-2-oxo- 1 - 

(phenybnethyl)ethyl]- 

L-phenylalanyl]-beta- 

alanine 


proteinase inhibitor; 
analgesic 


pain; hypertension 


117m Sn DTP A; 
pentetate 117m Sn 


Unspecified 


radiotherapeutic; 
analgesic 


cancer; pain 


rhenium Re 186 
etidronate; 186-Re 
HEDP; 186-Re 
HEDP; BETAMET 


Unspecified 


radiotherapeutic; 
analgesic 


pain; cancer 


Sml53 

hydroxyapatite; Sm 
153 HA; samarium 
153 hydroxyapatite 


Unspecified 


radiotherapeutic; 
analgesic 


pain 


strontium-89 

chloride; 

METASTRON 


strontium chloride 
(89SrC12) 


radiotherapeutic; 
analgesic 


pain; cancer 


PD 144418 


l,2,3,6-tetrahydro-5- 
[3-(4-methylphenyl)- 
5-isoxazolyl]-l- 
propylpyridine 


sigma antagonist; 
analgesic -" - 


pain 


mu-conopeptides 


Unspecified 


sodiimi channel 
Dlocker 


pain; epilepsy 


4030W92; BW 
4030W92 


(5R)-5-(23- 
dichloropheriyl)-6- 
(fluoromethyl)-2,4- 
pyrimidinediamin e 


sodium channel 
blocker 


pain 


GW 286103 


Unspecified s 


jodium channel 
>locker; analgesic 


pain 


LTA 


Unspecified s 


sodium channel 
)locker, analgesic 


)ain 


sodium channel 
blockers 


Unspecified s 


►odium channel 
)locker; analgesic 


^ain 


sodium chaimel 
blockers 


Unspecified s 


►odium channel | 
>locker; analgesic 


}ain 
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Octreotide; octreotide 
acetate; SMS; SMS 
201995; SMS 
201995ac; SMS 995; 
SANDOSTATIN; 
SANDOSTATINE; 
SANDOSTATINA; 
LONGASTATINA; 
SAMILSTATINA 


[R-(R*,R*)]-D- 

phenylalanyl-L- 

cysteinyl-L- 

phenylalanyl-D- 

tryptophyl-L-lysyl-L- 

threonyl-N-[2- 

hydroxy-l- 

(hydroxymethyl)prop 

yl]-L-cysteinamide 

cyclic (2-7)-disulfide 


somatostatin 
analogue; analgesic 


Alzheimer disease; 
cancer; viral 
infection; psoriasis; 
diarrhea; diabetes; 
pain; acromegaly 


Vapreotide; 
octastatin; RC 160; 
BMY 41606 


D-Phe-Cys-Trp-D- 

Trp-Lys-Val-Cys- 

Trp-NH2 


somatostatin 
analogue; analgesic 


cancer; pain 


NKT343;SDZNKT 
343 


l-[[(2- 

nitrophenyl)amino]ca 

rbonyl]-L-prolyl-N- 

methyl-3-(2- 

naphthalenyl)-N- 

(phenylmethyl)-L- 

alaninamide 


substance P 
antagonist; analgesic 


pain 


Etanercept; tumor 
aecrosis factor 
receptor; TNFr, TNR 
001; 


Unspecified 


TNF inhibitor; 
immunosuppressant; 
NSAID; analgesic 


rheumatoid arthritis; 
leart failure; 
diabetes; pain; 
endometriosis; 
autoinmiune disease 



Table 34: Current Candidate Therapeutic hiterventions for the Treatment of Parkinson's 
Disease 



Product Name 


Chemical Name 


Action 


Indication 


KF 17837 


(E>8-[2-(3,4- 
dimethoxyphenyl)eth 
enyl]-3,7-dihydro-7- 
methyH ,3-dipropyl- 
lH-purine-2,6-dione 


adenosine antagonist 


Parkinson disease 


KW 6002 


Unspecified 


adenosine antagonist 


Parkinson disease 


Parkinson's disease 
therapy 


Unspecified 


adenosine antagonist 


Parkinson disease 


SCH 58261 


2-(2.furanyl)-7-(2- 

phenylethyl>-7H- 

pyrazolo[4,3- 

e][l,2,4]triazolo[l,5- 

c]pyrimidin-5-amine 


adenosine antagonist; 
adenosine A2 
antagonist 


Parkinson disease 
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Idazoxan; RX 
781094; RX 781094 
A 


2-(2,3-dihydro-l,4- 
ben2odioxin-2-yl)- 
4,5-dihydro-lH- 
imidazole 


alpha adrenergic 
antagonist; alpha2 
adrenergic antagonist 
antiproliferative ageni 


Paricinson disease; 

depression; 
; cardiovascular 
t disease; retinopathy 


alpha2 adrenoceptor 
antagonists, 


Unspecified 


alpha2 adrenergic 
antagonist; alpha 
adrenergic antagonist 


Parkinson disease 


SR 57667 


Unspecified 


Antineurodegenerativ 

e 


Alzheimer disease; 
Parkinson disease 


Parkinson's disease 
therapy. 


Unspecified 


antioxidant 


Parkinson disease 


VANTOX 


Unspecified 


antioxidant; NSAID 


asthma; Paricinson 
disease; Alzheimer 
disease; stroke 


CNS therapy, IDUN; 
CNS therapy 


Unspecified 


apoptosis inhibitor; 
caspase inhibitor 


stroke; Parkinson 
disease; amyotrophic 
lateral sclerosis 


CNS 1237 


N-5-acenaphthylenyl- 
N'-(4-methoxy-l- 
naphthalenyl)- 
guanidine 


Calcium channel 
blocker; glutamate 
release inhibitor 


brain ischemia; 
Parkinson disease; 
neuropathy 


drug delivery system, 
conopeptides 


Unspecified - 


calcium channel 
blocker; sodium 
channel blocker; 
potassium channel 
blocker; analgesic 


epilepsy; Parkiiikbn 
disease: stroke: naih' 
brain ischemia 


SIB 1508Y 


(S)-3-ethynyl.5-(I- 
methyI-2- 

pyiTolidinyl)pyridine 


cholinergic agonist; 
nicotinic agonist 


'arkinson disease 


Sm S1663; S 1663 

• 


2,3,3a,4,5,9b- 
hexahydro-7- 
methoxy- 1 -methyl- 
lH-pyTrolo[3,2- 
i]isoquinoline 


cholinergic agonist; 
oicotinic agonist 


Parkinson disease 


CGP 28014 

• 


NHl,6-dihydro-6- 
axo-2-pyridinyl)- 

Nr,N- 

iipropyhnethanimida 
Hide 


COMT inhibitor 


Parkinson disease 


Entacapone; OR 61 1 ; 

COMTAN; 

COMTESS 


:E)-2-cyano-3-(3,4- ( 

lihydroxy-5- 

iitrophenyl)-N,N- 

iiethyl-2- 

3ropenamide 


30MT inhibitor 


Parkinson disease 
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Tolcapone; Ro 
407592; TASMAR 


(3,4-dihydroxy-5- 
nitrophenyl)(4- 
methylphenyl)raethan 
one 


COMT inhibitor 


Parkinson disease 


drug delivery system, 
controlled release 
caibidopa + 
levodopa; carbidopa 
+ levodopa 


Unspecified 


decarboxylase 
inhibitor; dopamine 
agonist 


Parkinson disease 


Dopaminergic 
neurotrophic factor; 
DNTF 


Unspecified 


DNTF growth factor 


Parkinson disease 


lA 116a; JA 116 


1, 2,6,7,8,8a- 
hexahydro-l- 
acenaphthylenamine 
hydrochloride 


dopamine agonist 


Parkinson disease 


levodopa methyl; 
CHF 1301 


Unspecified 


dopamine agonist 


Parkinson disease 


levodopa methyl + 
caibidopa; carbidopa 
^ levodopa methyl; 
CHF 151^- 


Unspecified 


dopamine agonist 


Parkinson disease 


Moxiraprine; 4- 
hydroxyminaprine; 
CM 30366 


p-[5-methyl-6-[(2- 

morpholinoethyl)ami 

no]-.3- 

0yridazinyl]phenol 


dopamine agonist 


Parkinson disease 


naxagolide; PHNO; 
dopazinol; MK 458; 
L 647339 


(4aR-trans)- 

3,4,4a,5,6,10b- 

hexahydro-4-propyl- 

2H-naphth[l,2-b]- 

l,4-oxazin-9-ol 


dopamine agoni§t. . 


Parkinson disease 


U86170F 


(R)-5- 

'dipropylamino)-5,6- 
dihydro-4H- 
imidazo[4,5,l- 
j]qumolin-2( lH)-one 
tnonohydrobromide 


dopamine agonist 


^arkinson disease 


WAY 124486 


[S)-3-[[[3-(3- 

aminophenoxy)propyl 

|amino]methyI]-2,3- 

lihydro-1,4- 

3enzodioxin-6-ol 


dopamine agonist 


i^arkinson disease 
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Quinelorane; 
quinelorane 
hydrochloride; LY 
163502 


(5aR-trans)- 

5,5a,6,7,8,9,9a,lO- 

octahydro-6- 

propylpyrido[2,3- 

glquinazolin-2-aniine 


dopamine agonist 


Parkinson disease; 

hyperprolactinemia; 

hypertension 


HW 165 


trans-(+/-)- 

l,2,3,4,4a,5,6,10b- 

octahydrobenzo(f)qui 

aolin-7-ol, 

hydrobromide 


dopamine agonist 


Parkinson disease; 
schizophrenia 


Apomorphine; 
apomorphine 
hydrochloride; 
UPRIMA 


(R)-5,6,6a,7- 

tetrahydro-6-methyl- 

4H- 

dibenzo[de,g]quinolin 
e-.10,ll-diol 
hydrochloride hydrate 
(2:1) 


dopamine agonist 


sexual dysfunction; 
Parkinson disease 


talipexole; BHT 920; 
DOMINE; DOMIN 


6-anyl-2-amino- 
5,6,7,8-tetrahydro- 
4H-thiazolo[4,5- 
d]azepine 


dopamine agonist; 
alpha adrenergic 
agonist; alpha2 
adrenergic agonist 


Parkinson disease; 
glaucoma 


drug delivery system, 
benserazide + 
levodopa; benserazide 
-1- levodopa, levodopa 
-H benserazide; 
MADOPARDR 


Unspecified 


dopamine agonist; 

decarboxylase 

inhibitor 


Parkinson disease 


A 68930 


(1R,3S)-1- 
aminomethyl-5,6- 
dihydroxy-3- 
phenylisochroman 


dopamine agonist; 
dopamine Dl agonist 


lypertension; 
iParkinson disease 


A 77636 


(lR-cis)-l- 

(aminomethyl)-3,4- 

dihydro-3- 

tricyclo[3.3.1.13,7]de 
c-l-yHH-2- 
benzopyran-5 ,6-dioI 
hydrochloride 


dopamine agonist; 
dopamine Dl agonist 


Parkinson disease 


A 86929 


trans-4,5,5a,6,7,llb- 
hexahydro-2- 
propylbenzo[f|thieno[ 
2,3-c]quinoline-9, 1 0- 
diol hydrochloride 


dopamine agonist; 
dopamine Dl agonist 


Parkinson disease 
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ABT431 


;5aR-trans)- 
4,5,5a,6,7,llb- 
hexahydro-2- 
ben2o[flthieno[2,3- 

c]quinoline-9,l 0-diol, 
diacetate (ester), 
lydrochloride 


dopamine agonist; 
dopamine Dl agonist 


Parkinson disease 


dopamine agonist 


Unspecified 


dopamine agonist; 
dopamine Dl agonist 


Parkinson disease 


dopamine-Dl 
agonists, BLSI 


Unspecified 


dopamine agonist; 
dopamine Dl agonist 


Paricinson disease 


dihydrexidine; IP 202 


trans-5,6,6a,7,8,12b- 
liexahydro- 
benzo[a]phenanthridi 
ne-10,ll-diol 


dopamine agonist; 
dopamine Dl agonist 


Parkinson disease; 
Alzheimer disease 


BAM 1110 


(8 beta)-6-methyl-8- 
(lH-l,2,4-triazoH- 
yhnethyI)ergoIine 
(Z)-2-butenedioate 


dopamine agonist; 
dopamine Dl agonist; 
dopamine D2 agonist 


Parkinson disease 


drug delivery system, 
transdermal 
pergolide; pergolide 
transdermal 


Unspecified 


dopamine agonist; 
dopamine Dl agonist; 

dopamirie^ D2 agonist " 


Parkinson disease 


pergolide; pergolide 

mesylate; LY 141B; 

LY 127809; 

PERMAX; 

CELANCE; 

PHARKEN; 

PARKOTIL 


(8beta)-8- 

[(methylthio)methyl]- 
6-propylergoline 


dopamine agonist; 
dopamine Dl agonist; 
dopamine D2 agonist 


Parkinson disease; 
depression 


CQA 206291 


Unspecified 


dopamine agonist; 
dopamine D2 agonist 


Parkinson disease 


drug delivery system, 
transdermal N 0923; 
N 0923 transdermal 
delivery system; N 
0923; SPM 962 


(S)-5,6,7,8- 

tetrahydro-6- 

[propyl[2-(2- 

thieiiyl)ethyl]amino]- 

1-naphthalenol 


dopamine agonist; 
dopamine D2 agonist 


Paridnson disease 


ropinirole; ropinirole 
hydrochloride; 
ropinerole; SKF 
101468; SKF 
101468A; 


(4-2(^ 

dipropylamino)ethyl)- 
l,3-dihydro-2H- 
uidol-2-one 
monohydrochloride 


dopamine agonist; 
dopamine D2 agonist 


Parkinson disease 
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U91356A 


(R)-5,6-dihydro-5- 
(propylamino)-4H- 
imidazo[4,5,l- 
ij]quinolin-2(lH )- 
one 

monohydrochloride 


dopamine agonist; 
dopamine D2 agonist 


Parkinson disease 


Cabergoline; FCE 
21336; CG 101; 
DOSTINEX; 
SOGILEN; 
CABASER 


(8beta)-N-[3- 

(diniethylaniino)prop 

yl]-N- 

[(ethylainino)carbony 
l]-6-(2-prop 
enyl)ergoline-8- 
carboxamide 


dopamine agonist; 
dopamine D2 agonist 


Parkinson disease; 
hyperprolactinemia 


PNU 95666; U 
95666A 


(R)-5,6Klihydro-5- 
(methylamino)-4H- 
iinidazo[4,5,l- 
ij]quinolin-2{l H)-one 


dopamine agonist; 

dopamine D2 agonist; 
5HT agonist; 5HT1A 
agonist 


Parkinson disease 


Pramipexole; 

pramipexole 

dihydiochloride; SND 

919;U98528E; 

SND919CL2y; PNU 

98528E; SIFROL; 

MIRAPEX; 

DAQUIRAN; 

MIRAPEXIN; 

FIROL 


(S)-2-amino-4,5,6,7- 
tetrahydro-6- 
(propylamino)- 
benzothiazole 


dopamine agonist; 
dopamine D2 agonist; 
dopamine D3 agonist 


Parkinson disease; 

schizophrenia; 

depression 


LEK8829 


(8beta)-9,10- 

didehydro-N,6- 

dimethyl-N-2- 

propynylergoline-8- 

methanamine 


dopamine Dl agonist; 
dopamine D2 
antagonist; 5HT 
antagonist; 5HT2A 
antagonist; dopamine 
agonist; dopamine 
antagonist 


schizophrenia; 
Parkinson disease 


Brasofensine; NS 
2214; BMS 204756 


:iR- 

;ialpha^beta(E),3a]p 
tia,5alpha]]-3-(3,4- 
ciichlorophenyl)-8- 
methyl-S- 

azabicyclo[3.2.1]octa 
[ie-2-carboxaldehyde 
0-methyloxirae 


iopamine reuptake 
inhibitor 


Parkinson disease 


NTS 2141 


Unspecified c 

i 


Iopamine reuptake 
nhibitor 


Parkinson disease 


NS 2200 1 


Unspecified ( 


Iopamine reuptake 
nhibitor ( 


Parkinson disease; 
lepression; addiction 
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drug delivery system, 
dopamine secreting 
implant; dopamine 
secreting implant; 
NeuroCRIB 


Unspecified 


Dopaminergic agonist 


Parkinson disease 


drug delivery system, 
dopamine secreting 
implants, Parkinson's 
disease; 

SPHERAMINE 


Unspecified 


Dopaminergic agonist 


Parkinson disease 


NfB355 


3- hydroxy-L-tyrosine, 

4- (2,2,- 

dimethylpropanoate) 


Dopaminergic 
agonist, L-dopa 
prodrug 


Parkinson disease 


epidermal growth 
factor; EGF 


epidermal growth 
factor 


EGF growth factor 


eye disease; 
Parkinson disease 


Carboxylated 
buckminsterfuUerenes 
; carboxyfuUerenes 


Unspecified 


free radical 
scavenger, apoptosis 
inhibitor 


amyotrophic lateral 
sclerosis; Alzheimer 
disease; Parkinson 
disease 


Milacemide; CP 
15525; CP 1552S 


2- 

(pentylaniino)acetami 

de 


GABA agonist; MAO 
B inhibitor; MAO 
inhibitor * 


epilepsy; Parkinson 
disease 


glial cell line-derived 
neurotrophic factor; 
GDNF 


Unspecified 


GDNF growth factor, 
neurotrophic factor 


Parkinson disease; 
amyotrophic lateral 
sclerosis 


glial-celHine-derived 
neurotrophic factor; 
GDNF 


Unspecified 


GDNF growth factor, 
neurotrophic factor, . .. 


Parkinson disease; 
amyotrophic lateral 
sclerosis 


drug delivery system, 
neurturin secreting 
implant; neurturin 
secreting implant; 
GDNF secreting 
implant 


Unspecified 


GDNF; neurotrophic 
factor; growth factor 


Parkinson disease 


riluzole;PK 26124; 
RP 54274; RILUTEK 


6-(trifluoromethoxy)- 
2-benzotfalazolamine 


glutamate antagonist 


amyotrophic lateral 
sclerosis; Alzheimer 
disease; Parkinson 
disease 


NS072 


Unspecified 


glutamate antagonist 


i^arkinson disease 


MRZ 2579; MRZ 
2/579 


Unspecified 


glutamate antagonist; 
NMDA antagonist 


^'arkinson disease; 
addiction; stroke 


CNS 5065 


N-(2-chloro-5- 
ethylphenyl)-N'-(3- 
ethylphenyl>-N'- 
methylRuanidine 


glutamate antagonist; 
NMDA antagonist 


Parkinson disease; 
neuropathy; brain 
ischemia 
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CP 283097 


(3R-cis)-3-[4-(4. 
fluorophenyl)-4- 
hydroxy- l- 
pipe^idinyl]-3,4- 
dihydro.2H-l- 
benzopyran-4,7-diol 


glutamate antagonist; 
NMDA antagonist 


Parkinson disease; 
stroke; trauma 


GPI 1046 


l-(3,3-dimethyM,2- 
dioxopentyl)-L- 
proline 3-(3- 
pyridinyOpropyl ester 


growth factor; 
neurotrophic factor 


Alzheimer disease; 
Parkinson disease' 
multiple sclerosis; 
neuropathy 


NIL-A 


Unspecified 


growth factor; 
neurotrophic factor 


Al7heimer 
Parkinson disease; 
multinle sclerosis* 
neuropathy 


Neurotrophin agonist 


Unspecified 


growth factor; 
neurotrophic factor 


Alzheimer disease; 
Parkinson disease; 
neuronathv 


V 10367; VA 10367 


Unspecified 


growth factor; 
neurotrophic factor 


Parkinson disease 


drug delivery system, 
neurotrophin-3 
- secreting implant; 
NT-3 implant 


Unspecified 


erowth factor* 
neurotrophic factor, 
biotechnology 


Parkinson disease; 
neuropathy 


m-NBA 


2-amino-3-(3- 
nitrobenzoyl)propano 
ic acid 


kynurenine 3 
hydroxylase inhibitor 


epilepsy; Parkinson 
disease* Alzheiiner 
disease 


MDL 72145 


(E)-(beta- 

fluoromethylene)-3 ,4- 
dimethoxybenzeneeth 
anamine 
hydrochloride 


MAQjeJnhibitor; 
VIAQ inhiibitor 


depression; Parkinson 
disease 


2HxMP 


N-(2-hexyl)-N- 
methylpropargylamin 

e 


MAO B inhibitor; 
MAO inhibitor 


^arkinson disease 


drug delivery system, 
transdermal 
selegiline; selegiline 
transdemial 


Jnspecified 


MAO B inhibitor, 
MAO inhibitor 


"^arkinson disease 


M2PP 


^I-(2.pentyl)-N- 
aiethylpropargylamin 


MAO B inhibitor; 
MAO inhibitor 


'arkinson disease 


mofegiline; MDL 
72974A; MDL 72974 

3 


;E)-4-fluoro«beta- 

;fluoTomethylene)ben 

cenebutanamine 


MAO B inhibitor; 
MAO inhibitor 


^arkinson disease 
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selegiline; selegiline 

hydrochloride; 

deprenyl; E 250; FPF 

1100;ELDEPRYL; 

DEPRENYL; 

JULAP;NIAR; 

SELEDAT; 

DEPRILAN; 

SELEPARKIN; 

KINABIDE; NOVO- 

SELEGILINE; 

MOVERDIN 


(R)-N,alpha« 
dimethyl-N-2- 
propynylbenzeneetha 
namine 


MAO B inhibitor; 
MAO inhibitor 


Parkinson disease 


lazabemide; Ro 
196327; PAKIO; 
TEMPrUM 


N-(2-aminoethyl)-5- 

chloro-2-pyridine- 

carboxamide 


MAO B inhibitor; 
MAO inhibitor 


Parkinson disease; 
Alzheimer disease 


LU 53439 


3,4-dimethyl-7-(2- 
isopropyH,3,4- 
thiadiazol-5-yl)- 
methoxy-coumarin 


MAO B inhibitor; 
MAO inhibitor 


Parkinson disease; 
cognitive defect 


SL 650477; SL 
65.0477 


[R-(R*,R*)]-5. 

(methoxyinethyl)-3- 

[6-(4,4;4-trifluoro-3- 

hydroxybutoxy)-3- 

benzofiiranyl]-2- 

oxazolidinone 


MAO inhibitor; MAO 
A inhibitor; MAO B 
inhibitor; — 
oxazblidinone 


depression; Parkinson 
disease 


SL 340026; SL 
34.0026 


3-(2-methoxyethyl)- 

lrifluorobutoxy)pheny 

l]Tl,3,4-oxadiazol- 

2(3H)-one 


MAO inhibitor; MAO 
B inhibitor 


Parkinson disease 


rasagiline; rasagiline 
mesylate; TVP 1012; 

rv 1012 


(R)-2,3-dihydro-N-2- 
propynyl- IH-inden- 1 - 
amine 


MAO inhibitor; MAO 
B inhibitor 


i*arkinson disease; 
Alzheimer disease 


fatty acids, 
microalgal, 


Unspecified 


Microalgal extracts 


liyperlipidemia; 
Parkinson disease; 
Alzheimer disease; 
3ye disease 


Neurophilins 


Unspecified 


hJeurophilins 


Alzheimer disease; 
Parkinson disease; 
leuropathy 
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LIGA20;FID 
012020 


[R-(R*.S*-(E)]]-N-[1- 

[[[O-G^-acetyl-alfa- 

neuraminosyl)-(2->3)- 

0-[O-beta-D- 

galactopyranosyK 1 - 

>3)-2-(acetylamino)-2- 

deoxy-beta-D- 

galactopyranosyl-( 1 - 

>4)J-0-beta-D- 

galactopyranosyl-( 1 - 

>4)-beta-D-glucopy- 

rano sy 1] oxy] niethyl]-2- 

hyclroxy-3- 

hq)tadeccnyl]-2,2- 

dichloroacetamide 


Neuroprotectant 


Parkinson disease 


neurturin 


Unspecified 


Neurturin; growth 
factor, neurotrophic 
factor 


Parkinson disease; 
amyotrophic lateral 
sclerosis 


Sm 1765F; SIB 1765 


3-ethynyl-5-(l- 
methyl-2- 

pyrrolidinyl)pyridine, 

(E)-2-butenedioate 

(1:1) 


nicotinic agonist; 
cholinergic agonist 


Parkinson disease 


neurodegeneration 
therapy 


Unspecified 


Nicotinic cholinergic 
receptor ligands 


Alzheimer disease; 
Parkinson disease 


nitric oxide synthase 
inhibitors, 


Unspecified 


nitric oxide synthase 
inhibitor 


Parkinson disease; 
stroke 


remacemide; FPL 
12924; PR 934423; 
FPL 12924AA; PR 
934423A;FPL 
14144; PR 1032644; 
FPL 14145, PR 
1032646 


(+,-)-2-amino-N-(l- 
methyH,2- 
diphenylethyl)acetam 
ide 


NMDA antagonist; 
glutamate antagonist 


epilepsy; Parkinson 
disease; 

neurodegeneration 


CO 101244 


l-[2-(4- 

iydroxyphenoxy)ethy 
l]-4^[(4- 

methylphenyl)methyl 
-4-piperidinol 
hydrochloride 


NMDA antagonist; 
glutamate antagonist 


Parkinson disease 


PD 158473 


3-(l-naphthalenyl)-5- 

(phosphonomethyl)- 

L-phenylalanine 


NMDA antagonist; 
glutamate antagonist 


i'arkinson disease; 
stroke 


PD 159913 


Unspecified 


MMDA antagonist; 
glutamate antagonist 


Parkinson disease; 
stroke 


Ro 256981 


Unspecified 


NMDA antagonist; 
glutamate antagonist 


Parkinson disease; 
stroke 
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budipine; budipine 
hydrochloride; BY 
701;PARKINSAN 


1-0,1- 

dimethylethyl)-4,4- 
diphenylpiperidine 


NMDA antagonist; 
glutamate antagonist; 
analgesic 


Parkinson disease; 
pain 


aptiganel; CNS 1102; 
CDD 25 15 A; 
CERESTAT 


N-(3-ethylphenyl)-N- 
methyl-N'-l- 
naphthalenyl- 
guanidine 


NMDA antagonist; 
glutamate antagonist; 
analgesic 


stroke; neuropathy; 
trauma; Paridnson 
disease; pain 


antisense 

oligonucleotide, p75 


Unspecified 


P75 transcriptional 
coactivator antisense; 
oligonucleotide 


Parkinson disease 


alpha-conopeptides 


Unspecified 


peptide; cholinergic 
agonist; nicotinic 
agonist 


schizophrenia; 
Parkinson disease; 
cancer; urinary 
incontinence 


PNU151774E 


(2S)-2-[[[4-[(3- 

fluorophenyl)methox 

y]phenyl]methyl]ami 

no]propananiide 

mononiethanesulfonat 

e 


sodium channel 
blocker; calciiun 
channel blocker, 
MAO B inhibitor; 
MAO inhibitor 


epilepsy; Parkinson 
disease; brain 
ischemia 


CEB 1097 


Unspecified 


Unknown 


Parkinson disease 


TV 1203 


Unspecified 


Unknown 


Parkinson disease 


Table 35, Current Can 
Schizophrenia (and Otl 


ididate Therapeutic Interventions for the Treatment of 
iier Psychoses) 


Product Name 


Chemical Name 


Action 


Indication 


BW1192U90; 
1192U90 


2-amino-N-[4-[4- 
(1 ,2-ben2isothiazol-3- 
yl)-l^ 

piperazmyl]butyl]ben 
zamide 


5HT agonist; 5HT1A 
agonist; dopamine 
antagonist; dopamine 
D2 antagonist; 5HT 
antagonist; 5HT2 
antagonist 


schizophrenia 


Ritanserin; R 55667 


5-[2-[4-[bis(4- 

Quorophenyl)methyle 

ie]piperidino]ethyl]- 

7-methyl-5H- 

WazoIo[3,2- 

i]pyrimidin-5-one 


5HT antagonist; 
5HT2 antagonist 


iddiction; anxiety; 
schizophrenia 
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Ziprasidone; 
ziprasidone 
hydrochloride; CP 
88059; CP 880591; 
CP 8805901; 
ZELDOX 


5- [2-[4-(I,2- 
benzisothiazol-3-yl)- 
1 -piperazinyl]ethyl]- 

6- chlorD-l ,3-dihydro- 
2H-indol-2-one 


5HT antagonist; 
5HT2 antagonist; 
5HT1C antagonist; 
dopamine antagonist; 
dopamine D2 
antagonist; 5HT1A 
agonist: 5HT agonist 


anxiety 


Ocaperidone; R 
79598 


3-[2-[4-(6-fluoro-l,2- 

benzisoxazol-3-yl)- 1 - 

piperidinyl]ethyl]- 

2,9-dimethyl-4H- 

pyrido[l,2- 

a]pyrimidin-4-one 


5HT antagonist; 
5HT2 antagonist; 
dopamine antagonist; 
dopamine D2 
antagonist 


schizophrenia 


Olanzapine; LY 
170053; ZYPREX; 
ZYPREXA; 
OLANZEK 


2-methyl-4-(4- 

methyH- 

pipera2inyl)-10H- 

thieno[2,3-b][l,5] 

benzodiazepine 


5HT antagonist; 
5HT2 antagonist; 
dopamine antagonist; 
dopamine D2 
antagonist 


schizophrenia; 
psychosis; dq>ression 


Perospirone; SM 
9018; LULLAN 


cis-2-[4-[4-(l,2- 
benzisothiazol-3-yl)- 
1 -piperazinyl]butyl]- 
hexahydro- IH-isoin- 
doIe-l,3(2H)-dione 


5HT antagonist; 
5HT2 antagonist; 
dopamine antagonist; 
dopamine D2 
antagonist 


schizophrenia 


Risperidone; R 
64766; RISPERDAL; 
BELIVON 


3-[2-[4-(6-fluoro-l,2- 
benzisoxazol-3- 
yl)piperidinyl]ethyi]- 
6,7,8,9-tet rahydro-2- 
methyl-4H-pyrido[ 1 , 
2-alpyriinidin-4-one 


5HT antagonist; 
5HT2 antagonist; 
dopamine antagonist; 
dopamine 02 
antagonist 


schizophrenia 


Eplivanserin; SR 
46349; SR46349B 


(lZ^E)-l-(2- 

fluorophenyl)-3-(4- 

hydroxyphenyl)-2- 

propen-l-one (2E)-2- 

3utenedioate(2:l) 

salt 


5HT antagonist; 
5HT2 antagonist; 
platelet antiaggregant 


schizophrenia; 
insomnia thrombosis 


M 100907; MDL 
100907 


(R)-aIpha-(2,3- 
Jimethoxyphaayl)- 1 - 
[2-(4- 

luorophenyI)ethyI]- 
4-piperidinemethanol 


5HT antagonist; 
5HT2A antagonist 


schizophrenia 


Sertindole; LU 
23174; S 1991; 
SERDOLECT 

1 
i 


I-[2-[4-[5-chloro-l- t 
;4-fluorophenyl)-IH- ! 
ndol-3-yl]-l- t 
3iperidinyl]ethyl]-2- c 
midazolidinone c 

.2 


5HT antagonist; s 
5HT2A antagonist; 
)HT2C antagonist; 
iopamine antagonist; 
iopamine P2 
mtagonist 


schizophrenia 
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AS 5370 


N-[hexahydro-l- 

methyl-4-[(3- 

methylphenyl)methyl 

]- 1 H- 1 ,4-diazepin-6- 

yl]-lH-indazole-3- 

carboxamide 

dihydrochloride 


5HT antagonist; 
SHT3 antagonist 


emesis; schizophrenia 


BMY 33426 




5HT antagonist; 
5HT3 antagonist 


schizophrenia 


BMY 33462 


(4-amino-N-(l- 
azabicylo-[2,2,2]oct- 
3-yl)-2-(butan-2-one- 
3-yl)oxy-5- 
chlorobenzaraine 1.25 
fiimerate hydrate 


5HT antagonist; 
5HT3 antagonist 


schizophrenia 


Elicasetron; BRL 
46470; BRL46470A 


endo-2,3-dihydro-3,3- 

dimethyl-N-(8- 

methyl-8- 

azabicyclo[3.2. 1 ]oct- 

3-yl)-lH-indoIe-l- 

carboxamide 


5HT antagonist; 
5HT3 antagonist 


anxiety; 

schizophrenia; emesis 


5HT7 recq3tor 
antagonists 




5HT antagonist; 
5HT7 antagonist 


depression; insomnia; 
schizophrenia 


BTS 79018 




5HT antagonist; 
opamine antagonist 


schizophrenia 


Schizophrenia 
therapy. 




AMP A receptor 
modulators 


schizophrenia; 
depression 


bretazenil; Ro 
166028; Ro 
166028001 


S)-8-bromo- 
11,12,13,13a- . , 
tetrahydro-9-oxo-9H- 
iniidazo[l,5- 
i]pyrrolo[2,l- 
^][ 1 ,4]ben2odiazepine 
-1-carboxylic acid 
1,1-dimethylethyl 
jster 


t>enzodiazepuie 
}artial agonist 


schizophrenia 


dopamine release 
inhibitor, 


( 
( 
i 


calcium antagonist; 
lopamine release 
nhibitor 


schizophrenia 


SR 141716; SR t 
141716A 

i 


)-(4-chIorophenyl)-l- c 

2,4-dichlorophenyl)- £ 

Umethyl-N-1- 

)iperidinyHH- 

)yrazole-3- 

iarboxamide 


:annabinoid s 
intagonist 


schizophrenia 
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Giolecystokinin B 
antagonist 




cholecystokinin 
antagonist; 
cholecystokinin B 
antagonist 


schizophrenia; 
anxiety 


LY 288513 




cholecystokinin 
antagonist; 
cholecystokinin B 
antagonist 


schizophrenia; 
anxiety 


LY 262691 


trans-N-(4- 

bromophenyl)-3-oxo- 

4,5-diphenyl-l- 

pyrazolidinecaifooxa 

mide 


cholecystokinin B 
antagonist; 
cholecystokinin 
antagonist 


schizophrenia 


Alentonol; alentonol 
hydrobromide; U 
68553B 


(dipropyIamino)-2,3- 
dihydrophenalen-5-ol 


dopamine agonist 


schizophrenia 


CGS 15873A 


trans-(+,-)- 
l,3,4,4a,5,10b- 
hexahydro-4-propyl- 
2H- 

[1 ]benzopyrano[3,4- 

b]pyridin-7-ol 

hydrochloride 


dopamine agonist 


sch i zonhretri a 


HW165 


trans-(+/-)- 

l,2,3,4,4a,5,6,10b- 

octahydrobenzo(f)qui 

nolin-7-oI, 

iydrobromide 


dopamine agonist 


^arkinson disease; 
schizophrenia 


Amisulpride; 

aminosultopride; 

AST; DAN 2163; 

SOCIAN; SOLIAN; 

ENORDEN; 

DENIBAN; 

SULAMID 


4- ammo-N-[(l -ethyl- 
2- 

pyrroUdinyl)methyl]- 

5- (ethylsulfonyl)-2- 
methoxy benzamide 


dopamine agonist; 
dopamine antagonist 


schizophrenia; 
depression 


terguride; TDHL; 
VUFB 6638; ZK 
31224; SH 406; 
DIRONYL; 
TELURON; 
TERULON 


l,l-diethyl-3.(6- 

fnethylergolin- 
Salpha-yl)urea 


dopamine agonist; 
dopamine antagonist 


schizophrenia; 
liyperprolactinemia 
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Pramtpexole; 

pramipexole 

dihydrochlohde; SNE 

919;U98528E; 

SND919CL2Y; PNU 

98528E; SIFROL; 

MERAPEX; 

DAQUIRAN; 

MIRAPEXIN; 

FIROL 


(S)-2-amino-4,5,6,7- 
tetrahydro-6- 
>(propylaniino)- 
benzothiazole 


dopamine agonist; 
dopamine D2 agonist 
dopamine D3 agonist 


Parkinson disease; 
> schizophrenia; 
depression 


PD 158771 


trans-N-[4-[2-(4- 
phenyl-l- 

piperazinyl)ethyl]cycl 

ohexyl]-2- 

pyrimidinaniine 


dopamine agonist; 
dopamine D2 partial 
agonist; 5HT1A 
partial agonist; 5HT 
agonist 


schizophrenia 


CI 1007; PD 143188 


(R)-l,2,3,6- 
tetrahydrD-4-phenyI- 
l-[(3-phenyl-3- 
cyclohexen- 1 -yl)m 
ethyl]pyridine 


dopamine agonist; 
dopamine D2 partial 

agonist; dopamine D3 
partial agonist 


schizophrenia 


GYKI 22441; 
BRENFUMOD 


2-(4-chlorophenoxy)- 

2-raethylpropanoie 

acid2-[4-[3-[2- 

(trifluoromethyl)- 

1 OH-pheno thiazin- 1 0- 

yl]propyl]-l- 

pipera2inyl]ethyl 

ester 


Dopamine antagonist 
Phenothiazine ester 


schizophrenia 


Isofloxythepin; 
VUFB 1 0662 


4-[3-fluoro-10,ll- 

dihydro-8-(l- 

methylethyl)dibenzo[ 

[),f|thiepin-10-yl]-.l- 

piperazineethanol 


Dopamine antagonist 


schizophrenia : 


Bromperidol; R 

11333;IMPROMEN; 

BRIDOL; 

[MPROMEN 

DECANOAS; 

ERODIUM; 

LUNAPRON; 

PRINDRIL; ROPEL 


3romophenyl)-4- 

lydroxy-l- 

3iperidinyl]-l-(4- 

luorophenyl)-!- 

^utanone 


dopamine antagonist 


schizophrenia 


dopamine D4 
antagonists, Taisho 




opamine antagonist s 


ichizophrenia 
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Nemonapride; 
emonapride; YM 
09151; YM 091512; 
EMILACE; SEPAN; 
NEPONID 


cis-5-chloro-2- 

tnethoxy-4- 

(methyIainino)-N-[2- 

tnethyl-1- 

(phenylinethyl)-3- 

pyrrolidinyl]benzami 

de 


dopamine antagonist 


schizophrenia 


Savoxqjin; 
cipazoxs^ine; CGP 
19486 


3- 

(cyclopentylmethyl)- 

2,3,4,5-tetrahydro- 

IH- 

dibenz[2,3:6,7]oxepin 

o[4,5-d]azepine-7- 

carbonitrile 


dopamine antagonist 


schizophrenia 


NGD931;NGB566 




dopamine antagonist, 
5HT agonist, 
adrenergic agonist; 
Atypical neuroleptic. 


schizophrenia 


Quetiapine; 
quetiapine fiimarate; 
ZD 5077; Zeneca 
204636; ICI 204636; . 
SEROOUEL 


2-[2^(4- 

dibcn20[b,f][l ,4]thiaz 
epin-ll-yl-1- 
piperazmyl)ethoxy]et 
hanol 


dopamine antagonist; 
5HT antagonist; 
5HT2 antagonist 


schizophrenia 


Berupipam; NNC 
220010 


(S>8-chloro-5(5- 

bromo-2,3- 

dihydrobenzofuran-7- 

yl)-7-hydroxy-3- 

methyl-2,3,4,5- 

tetrahydro-lH-3- 

Denzazepine 


dopamine antagonist; 
dopamine Dl 
antagonist 


schizophrenia 


CEE 03310; NNC 
010687; NNC 687; 
NO 687; NNC 01- 
0687 


(S).5-(2,3-dihydro-7- 

Denzofuranyl)- 

2,3,4,5-tetrahydro-3- 

tnethyl-8-nitro-lH-3- 

benzazepin-7-ol 


dopamine antagonist; 
dopamine Dl 
antagonist 


schizophrenia; 
insomnia 


CEE 03320; NNC 
220215 


Unspecified 


dopamine antagonist; 
dopamine Dl 
antagonist 


schizophrenia 


ecopipam; SCH 
39166 


[6aS-trans>ll- 
:hloro-6,6a,7,8,9,13b- 
iexahydro-7-methyl- 
)H- 

5enzo[d]naphth[2,l- 
>lazepin-12-ol 


dopamine antagonist; 
dopamine Dl 
mtagonist 


schizophrenia 
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ZD 3638; M 275562 


4-[2-(ethylsulfmyI)-3-. 

pyridmyl]-l-(9,10- 

methanoanthracen- 

9(10H)-ylmethylH- 

piperidinol 


dopamine antagonist; 
dopamine Dl 
antagonist; dopamine 
D2 antagonist; 5HT 
antagonist; 5HT2 
antagonist 


schizophrenia 


zotepine; LODOPIN; 
NIPOLEPT; 
ZOLEPTIL; ZOPITE; 
SETOUS; 
MAJORPIN 


2-[(8- 

chlorodibenzo[b,f]thi 
q>in- 1 0-yl)oxy]-N,N- 
dimethylethylamine 


dopamine antagonist; 
dopamine Dl 
antagonist; dopamine 
D2 antagonist; 5HT 
antagonist; 5HT2 
antagonist; 

noradrenalin reuptake 
inhibitor 


schizophrenia 


Mosapramine; 
clospipramine; Y 
516;CREMIN 


(+,-)- r-P-CS-chloro- 
lCU-dihydro-SH- 
dibenz[b,flazepin-5- 
yI)propyl]hexahydros 
piro[imidazo[l,2- 
a]pyridine-3(2H),4*- 
piperidin]-2-one 


dopamine antagonist; 
dopamine D2 
antagonist 


schizophrenia 


Remoxipride; 
remoxipride 
hydrochloride; FLA 
731; A 33547; 
ROXIAM 


(S)-3-bromo-N-[(l- 
ethyl-2- 

pyiTolidinyl)methyl]- 
2,6- 

dimethoxybenzamide 


dopamine antagonist; 
dopamine D2 
antagonist 


schizophrenia 


RWJ 25730 


l-[[l-methyl-5-[[4- 

r2-(i- 

methylethoxy)phenyli 
-1- 

piperazinyljmethyl]- 
lH-pyrrol-2- 
yI]methyl-2- 
piperidinone 


dopamine antagonist; 
dopamine D2 
antagonist 


schizophrenia 


DU 29894 




dopamine antagonist; 
dojpamme jD2 
antagonist; 5HT 
antagonist; 5HT1 A 
antagonist 


schizophrenia 


Blonanserm; AD 
5423 


2-(4-ethyl-l- 

piperazinyl)-4-(4- 

luorophenyl)- 

5,6,7,8,9,10- 

iiexahydrocycloocta[b 

Ipyridine 


dopamine antagonist; 
dopamine D2 
antagonist; 5HT 
antagonist; 5HT2 
antagonist 


schizophr^a 
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ORG 5222 


trans-5-chloro- 
2,3,3a,12b- 
tetrahydro-2-methyl- 
IH- 

dibenz[2,3 :6,7]oxq>in 

o[4,5-c]pyrrole 

maleate(l:l) 


dopamine antagonist; 
dopamine D2 
antagonist; 5HT 
antagonist; 5HT2 
antagonist 


schizophrenia 


Amisulpride, (S); (-)- 
amisulpride 


(SH-amino-N-Kl- 
ethyl-2. 

pyrrolidinyI)methyl]- 

5-(ethylsulfonyI)-2- 

methoxybenzamide 


dopamine antagonist; 
dopamine D2 
antagonist; dopamine 
D3 antagonist 


schizophrenia 


RGH 1756 


6-[4-[4-[4-(2- 

methoxyphenyl)-!- 

piperazinyl]butoxy]p 

henyl]imidazo[2,l- 

b]thiazole 


dopamine antagonist; 
dopamine D3 
antagonist 


schizophrenia; 
psychosis 


YM 43611 


(S)-5-chloro-4- 
[(cyclopropylcarbony 
l)ainino]-2-methoxy- 
N-[ 1 -(phenylmethyl)- 

pyrrolidinyljbenzami 

de 


dopamine antagonist; 
dopamine D3 
antagonist; dopamine 
D4 antagonist 


schizophrenia 


CP 293019 


7-K4- 

fluorophenoxy)methy 

l]-2-(5-fluoro-2- 

pyriinidinyl)octahydr 

o-2H-pyrido[l,2- 

a]pyrazine 


dopamine antagonist; 
dopamine D4 
antagonist 


schizophrenia 


L 745870 


3-[[4.(4- 

chlorophenyl)-!- 

piperazinyl]methyl]- 

lH-pyiTolo[2,3- 

^Ipyridine 


dopamine antagonist; 
dopamine D4 
antagonist 


schizophrenia 


NGD941 


2-[4-[(2-phenyl-lH- 
imidazol-4- 
^l)inethyl]-l- 
3iperazinyl]pyrimidin 


dopamine antagonist; 
dopamine D4 
mtagonist 


schizophrenia 


NGD 944; NGD 94-4 


c 
I 


iopamine antagonist; s 
lopamine D4 
mtagonist 


schizophrenia 
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PD 172760 


7-[[4-(4- 
chlorophenyl)-!- 
piperazinyl]methyl- 
2H- 1 ,4-benzoxazin- 

3(4H)-one 


dopamine antagonist; 
dopamine D4 
antagonist 


schizophrenia 


Sonepiprazole; PNU 
101387; U 101387G 


(SH-[4-[2-(3,4- 

dihydro-lH-2. 

benzopyran-l- 

yl)ethyl].l- 

piperazinylbenzenesu 

Ifonamide 


dopamine antagonist; 
dopamine D4 
antagonist 


schizophrenia 


Belaperidone; LU 
111995 


(1 alpha,5alpha,6alpha 

)-3-[2.[6.(4. 

fluorophenyl)-3- 

azabicyclofs .2.0]hept 

-3-yl]ethyl]- 

2,4(1H,3H)- 

quinazolinedione 


dopamine antagonist; 
dopamine D4 
antagonist; 5HT 
antagonist; 5HT2 
antagonist 


schizophrenia 


dopamine antagonist 




dopamine antagonist; 
dopamine D4 
antagonist; dopamine 
D2 antagonist 


schizophrenia; 
psychosis 


EIMR2934 




dopamine antagonist; 
dopamine D4 
antagonist; dopamine 
D2 antagonist; 5HT 
antagonist 


schizophrenia 


LEK8829 

■ 


(8beta)-9,10- 

didehydro-N,6- 

dimethyl-N-2- 

3ropynylergoline-8- 

tnetibanamine 


dopamine Dl agonist; 
dopamine D2 
antagonist; 5HT 
antagonist; 5HT2A 
antagonist; dopamine 
agonist; dopamine 
antagonist 


schizophrenia; 
Parkinson disease 


levosulpiride; 
LEVOPRAID 


(S)-5- 

;aminosulfonyl)-N- 
:(l-ethyl-2~ 
pyrrolidinyl)methyl]- 
2-methoxybenzamide 


dopamine D2 
antagonist; dopamine 
antagonist 


emesis; schizophrenia 


LU 201640 




dopamine D3 
antagonist; dopamine 
antagonist 


schizophrenia 



SanDiego-144144.1 



Page 2150 



wo 00/50639 



PCTAJSOO/01392 



fananserin; RP 62203 


2-[3-[4-(4- 

fluorophenyl)-!- 

piperazinyljpropyl]- 

2H.naphth[l,8. 

cdjisothiazole, 1,1- 

dioxide 


dopamine D4 
antagonist; dopamine 
antagonist; 5HT 
antagonist; 5HT2A 
antagonist 


schizophrenia 


valproate 
semisodium; 
divalproex sodium; 
semisodium 
valproate; AB 50711; 
DEPAKOTE; 
EPIVAL; VALCOTE 


2-propylpentanoic 
acid sodium salt (2:1) 


GABAergic agonist 


enilensv* miffraine* 

schizophrenia; 

depression 


glycine reuptake 
inhibitors. 




Glycine reuptake 
inhibitors, GlyT-1 


schizophrenia 


ciproxifan; compoimd 
359; BP 2359 


cyclopropyir4-r3- 
(lH-imidazol-4- 
yl)propoxyl]phenylm 
ethanone 


histamine antagonist; 
histamine H3 
antagonist 


Alzheimer disease' 
schizophrenia; 
cognitive defect 


compound 421 




histamine antagonist; 
histamine H3 
antagonist 


Alzheimer disease; 
schizophrenia; 
cognitive defect 


tnetabotropic 
glutamate receptor 
modulators 




metabotropic 
glutamate recq)tor 
modulators , 
analgesic 


pain; cognitive 
defect; schizophrenia; 
epilepsy 


psanetant;SR 142801 


(R)-N-[l-[3-[l- 

Denzoyl-3-(3,4- 

dichlorophenyl)-3- 

piperidinyl]propyl-4- 

3henyl-4- 

piperidinyl]'N- 

methylacetamide 

monohydrochloride 


neurokinin 

antagonist; 
neurokinin 3 
antagonist 


schizophrenia; 
anxietv 


SR 48692 


2-[[[l-(7-chloro-4- 

quinolinyl)-5-(2,6- 

dimethoxyphenyl)- 

lH-pyrazol-3- 

yl]carbonyl]amino]tri 

[:yclo[3.3.1.13,7]deca 

ae-2-carboxylic acid 


neurotensin 
antagonist 


schizonhrenia' cancer 


conantokins 




NMDA antagonist; 
glutamate antagonist; 
pteptide; analgesic 


spilepsy; stroke; 
schizophrenia; pain; 
schemia 
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alpha-conopeptides 




peptide; cholinergic 
agonist; nicotinic 
agonist 


schizophrenia; 
Parkinson disease; 
cancer; urinary 
incontinence 


lithium gamolenic 
acid; SC 111 


(Z.Z^)-6,9,12- 
octadecatrienoic acid 
lithium salt 


phospholipase 
inhibitor 


schizophrenia 


panamesine; EMD 
57445 


(S)-5-[l4-(l,3- 

benzodioxol-5-yl)-4- 

hydroxy-l- 

piperidinyl]methyl]- 

3-(4-methoxyphenyl)- 

2-oxazolidinone 


sigma agonist; 
dopamine antagonist 


schizophrenia 


BMY 14802; BMY 
148021 


alpha-(4- 

fluorophenyl)-4-(5- 
fluoro-2- 
pyrimidinyl)-!- 
piperazine butanol 


sigma antagonist 


schizophrenia 


CNS 1044 




sigma antagonist 


schizophrenia 


CNS1169 




sigma antagonist 


schizophrenia 


CNS 1307 




sigma antagonist 


schizophrenia 


CNS 3040 




sigma antagonist 


schizophrenia 


MS 355 




sigma antagonist 


schizophrenia 


NPC 16316 




sigma antagonist 


schizophrenia 


MK869 




substance P 
antagonist 


depression; anxiety; 
schizophrenia; emesis 


CX516;AMPALEX 


l-(6- 

quinoxalinylcarbonyl) 
piperidine 


Jnknown- - 


Alzheimer disease; 
schizophrenia 


Maroxepine; CGP 
13442A 


2,3,4,5-tetrahydro-3- 
methyHH- 
dibenz[2,3:6,7]oxepin 
of4,5-dlazepine 


Jnknown 


schizophrenia 


Table 36. Current Candidate Therapeutic Interventions for the Treatment of Spasticitv 


Product Name 


Chemical Name 


/Vction 


Indication 


Tizanidine; tizanidine 
hydrochloride; AN 
021 A; DS 103 282 
CH; SIRDALUD; 
ZANAFLEX; 
TEMELIN 


5-chloro-N-(4,5- 
dihydro- 1 H-imidazol- 
2-yl)-2,l,3- 
Denzothiadiazol-4- 
amine 


alpha adrenergic 
agonist; alpha2 
adrenergic agonist; 
antispasmodic; 
nuscle relaxant 


muscle spasm 
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botulinum A toxin; 
Clostridium 
botulinum toxin type 
A;DYSPORT 


Botulinum toxin A 


cholinergic 
antagonist; muscle 
relaxant 


muscle spasm; eye 
disease 


botulinum toxin type 
A; Clostridium 
botulinum toxin type 
A; OCULINUM; 
BOTOX 


Botulin A 


cholinergic 
antagonist; muscle 
relaxant 


muscle spasm; eye 
disease; migraine 


riluzole; PK 26124; 
RP 54274; RILUTEK 


6-(trifluoromethoxy)- 
2-benzothiazolamine 


glutamate antagonist 


amyotrophic lateral 
sclerosis; Alzheimer 
disease; Parkinson 
disease 


GRI2 


Unspecified 


Glycine reuptake 
inhibitors 


muscle spasm 


afloqualone; HQ 495; 
AROFUTO; ALOFT; 
PLENCO; 
AFROBARON 


6-amino-2- 
(fluoromethyl)-3-o- 
tolyl-4(3H)- 
quinazolinone 


muscle relaxant 


surgery 


lanperisone; 
lanperisone 
hydrochloride; NK 
433 


2-methyl-3-(l- 
pyrroHdinyI)-l-[4- 
(trifluoromethyl)phen 
yl]-l-propanone 


muscle relaxant 


muscle spasm; 
urinary incontinence 


MS 322 


(R)-(+)-3-phenyl-5- 
(2-(l- 

pyrrolidinylmethyl)bu 

tyryl)isoxa2:ple 

lydrochloride 


muscle relaxant 


muscle spasm 


threonine, L-; L- 
thneonine; IP 204 


^.-threonine 


unknown 


muscle spasm 


Table 37. Current Candidate Therapeutic Interventions for the Treatment of Stroke 


Product Name 


Chemical Name 


4ction 


[ndication 


repinotan; BAY x 
3702 


[R)-2-[4-[[(3,4. 
iihydro-2H-l- . 
benzopyran-2- 
/l)methyl]amino]buty 
]- 1 ,2-ben2isothiazol- 
3(2H)-one 1,1- 
lioxide 


SHT agonist; 5HT1A 
agonist 


stroke; trauma 


Levemopamii; ( 
emopamil, (S) i 

. f 


:2S)-2-isopropyl-5- i 
methylphenethylami t 
io>2- c 
)henylvaleronitrile e 


)HT antagonist; s 
)HT2 antagonist; 
:alcium antagonist; 
mtihypoxic 


stroke 
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5HT4 human 
neuroreceptor; 
neuroreceptor, 5HT4 




5HT4 human 
neuroreceptor 


irritable bowel 
syndrome; cognitive 
defect; anxiety; 
arrhythmia; stroke; 
urinary incontinence; 
migraine; research 
tool 


A3 receptor regulator 




Adenosine 3 receptor 
ligand 


stroke 


Adenosine Al 
agonists 




adenosine Al agonist 


stroke 


AMP 579 




adenosine agonist; 
adenosine Al agonist; 
adenosine A2 agonist 


myocardial infarction; 
stroke 


GP 04012 




adenosine antagonist; 
adenosine Al 
antagonist 


stroke; traxmia 


Adenosine allosteric 
modulators 




adenosine regulating 
agent 


cardiovascular 
disease; cancer; 
stroke 


Adenosine regulating 
agents, stroke 




adenosine regulating 
agent 


stroke 


CPC407 




adenosine regulating 
agent 


stroke 


GP 1668; GP 668 


5-amino-l -[beta-D-5- 
phosphoribofuranosyl 
]-imidazole- 1 -N-[(4- 
nitrophenyl)methyl)c 
arboxamide) 


adenosine reculatine: 
agent 


angina* stroke 


NS257 




AMPA antagonist; 
glutamate antagonist 


Stroke 


NS 479 




AMPA antagonist; 
glutamate antagonist 


stroke; neuropathy 


S 176252; S 17625 


(6,7-dichloro-l,2- 
dihydro-2-oxo-3- 
quinolinyI)phosphoni 
cacid 


AMPA antagonist; 
glutamate antagonist 


stroke 


SH608 




AMPA antagonist; 
glutamate antagonist 


stroke 
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SPD 502; NS 1209 


2-[[[5-[4- 

[(dimethylamino)sulf 

onyl]phenyl]- 

1,2,6,7,8,9- 

iiwAcuiyuivi^o iiiviiiyi 

2-OXO-3H- 
nviToIorS 2- 
h]isoquinolin-3- 
ylidene]amino]oxy]- 
4-hydroxybutanoic 
acid monosodium salt 


AMPA antagonist; 
glutamate antagonist 


stroke; 

neurodegeneration 


SYM2189 




glutamate antagonist 


biroKc, ^>iiepsy 


SYM2206 


8-(4-aiiiinophenyl)-5- 
methyl-N-propyl- 1,3- 
dioxolo[4,5- 
g]phdiaIazine-6(5H)- 

p Ji'rKn Y am 1 H f» 


AMPA antagonist; 
glutamate antagonist 


stroke; epilepsy 


YM872 


3,4-dihydro-7-(lH- 
miidazol-l-yl)-6- 
tiitro-2,3-dioxo- 
1(2H)- 

quinoxalineacetic 
acid 


AMPA antagonist; 
glutamate antagonist 


stroke 


potassium; DUP 753; 

MK954;DUP89;E 

3340; AVASTAR; 

CdZAAR; 

LOORTAN; 

NULOTAN 


[[2HlH-tetrazol-5- 
yl)[l,l'-biphenyl]-4- 
yljmethyl] -IH- 
imidazole-5-methanol 


angioiensm ii 
antagonist 


hypertension; anxiety; 
stroke; heart failure; 
myocardial infarction 


TN871 


l-(6-butyl-6,7- 

dihydro-5H- 

indeno[5,6-d]-l,3- 

dioxol-5-yl)-4-methyl 

piperazine 

\xiiiy vii u vxiivi iu w 


Anoxia protection 


stroke 


anociianTiTip* ITiR 
1057 


Haifa Ifialffl IValfa^- 
17,21-q)oxy-12- 
methoxy- 
ebumamenine- 1 4- 
carboxylic acid 
methyl ester 


oiiuiiypuAK/ 


— J- 

stroke 


hypoxia therapy 




antihypoxic 


leart ischemia; stroke 


KF 17329 




antihypoxic 


stroke; brain ischemia 


KF 19863 




antihypoxic 


stroke 
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MS 153 


(-)-l-nicotinoyl-5- 
methyl-2-pyrazoline 


anti-ischemic 


stroke 


YM737 


N-(N-L-gamma- 
glutamyl-L- 
cysteinyl)-glycine, 1- 
(l-methyl)ester 


anti-ischemic 




BXT 51072 


3,4-dihydro-4,4- 

dimethyl-2H-l,2- 

benzoselenazine 


antioxidant 


Stroke; inflammatory 


CEB 1370 




antioxidant 


all VjJVW/ 


LY 231617 


2,6-bis(l,l- 
dimethylethyl)-4- 
[(ethylamino)methyl] 
phenol hydrochloride 


antioxidant 


stroke 


Neurodegenerative 
disease therapy 




antioxidant 


stroke; Alzheimer 
disease 


n 101033E 


[2^4- 

morpholinyl)ethyl]- 
2 4-di-l-ovrrolidinv1- 
5H-pyiiniido[4,5- 
b]indole 
dihydrochloride 


anuoxioani 


stroke; 

aeurodegeneration; 
brain ischemia 


MDL 101002 


3 4-dihvdro-3 3- 

dimethylisoquinoline 

2-oxide 


jjntinYiHflnt* frAA 

radical scavenger 


stroke; 

neurodegeneration; 
septic shock 


synthetic catalytic 
scavenger analogues; 
SCS analogues 




nntinYiH^int*' fW*^'— 

radical scavenger . . 


siroKe, uauma, 
atherosclerosis; 
aeurodegeneration; 

asthma 

CIO umici 


VANTOX 




antioxidant; NSAID 


asthma; Paikinson 
disease; Alzheimer 


secreted apoptosis 
related proteins; 
SARPS 




apoptosis inducer; 
apoptosis inhibitor 


[^ancei; myocardial 
infarction; stroke 


CNS therapy, IDUN; 
CNS thCTapy 




apoptosis inhibitor, 
saspase inhibitor 


stroke; Parkinson 
lisease; amyotrophic 
ateral sclerosis 


VM201 


: 

1 


ilood clotting factor t 
[Xa inhibitor, 
aroteinase inhibitor 


hrombosis; stroke 


factor Xa inhibitor 


1 
1 


^lood clotting factor t 
?Ca inhibitor, t 
3roteinase inhibitor 


hrombosis; stroke; 
nyocardial infarction 
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JTV803 




blood clotting factor 
Xa inhibitor; 
proteinase inhibitor 


strokei mvocardial 
infarction; thrombosis 


deltibant; CP 0127; 
SB 238592; 
BRADYCOR 


hexamethylene-bis- 
(succinimido- 
Cys(Leu)-Phe-Gly- 
Hyp-Pro-Arg) 


bradykinin 

antagonist; cicatrizant 


trauma; stroke 


AJ3941 


ll-(4-cinnamyH- 

piperazyl)-3-fluoro- 

6,11- 

dihydrodiben2o[6,e]o 
xepine-2 maleate 


calcium antagonist 


stroke 


calcium antagonist 




calcium antagonist 


stroke 


lifarizine; RS 87476; 
RS 87476000 


1 -(diphenylmethyl)- 
4-[[5-methyl-2>(4- 
methylphenyl)- IH- 
imidazoI-4- 
yllmethyllpiperazine 


calcium antagonist 


stroke; brain ischemia 


NCC 161; LY 042826 




calcium antagonist 


ischemia; stroke 


S 830256 


3-cyclo-pentyl-5- 
cyclo- 

pentyloxyethoxycarb 
onyl-4,7-dihydro- 1 ,6- 
di methyl-4-(2-nitro- 
phenyl)pyrazolo^3,4- 
b)pyridine 
hydrochlpride ^ , . . 


calcium antagonist 


stroke 


S 830327 


methyI-4,7-dihydrp-_. 

3-n-butyl-6-methyl-4- 

(3- 

nitrophenyl)thieno(2, 
3 -b)pyridine-5- 
carboxylate 


calcium antagonist 


stroke 


NPS846 




calcium antagonist; 

analgesic 


stroke; epilepsy; pain 


ziconotide;ShJXlll; 
CI 1009 


omega-conotoxin 
MVnA 


calcium antagonist; 
analgesic; peptide 


stroke; pain; brain 
ischemia 


rumbtin 


(lZ,3E,5E,7E)-6-(8- 
[3-chloro- 1 H-pyrrol- 
2-yI)-l-methyl- 
,3 ,5,7-octatetraeny 1)- 
4-methocy-3-methyl- 
2H-pyran-2-one 


calcium antagonist; 
free radical scavenger 


stroke 



SanDiego-144144.1 



Page 2157 



wo 00/50639 



PCT/USOO/01392 



F0401;D31D 


(E>3-[4-(lH. 

imidazol-l- 

ylmethyl)phenyl]-2- 

propeny 1-methyl- 1 ,4- 

dro-2,6-dimethyl-4- 

(3-nitrophenyl) 3,5- 

pyridinedicmtoxylate 


calcium antagonist; 
PAF antagonist; 
thromboxane 
synthetase inhibitor; 
vasodilator 


stroke 


S312;S312d;S 
830312 


4,7-dihydro-6- 

methyl-3-(2- 

methylpropyl)-4-(3- 

nitrophenyl)- 

thieno[2,3-b]pyridine- 

5-carboxylic acid 

methyl ester 


calcium antagonist; 
vasodilator 


stroke 


U 92032 


7-[[4-[bis(4- 

fluorophenyl)methyl] 

-1- 

piperazinyljmethyl]- 
2-[(2- 

hydroxyethyl)amino]- 
4-(l-methylethyl)- 
2,4,6-cycloheptatrien~ 
I -one 


calcium antagonist; 
vasodilator 


stroke 


calcium channel 
blocker 




calcium channel 
blocker 


stroke 


Calcium channel 
blockers 




calciiun channel 
blocker 


stroke 


calcium channel . 
blockers . 




calcium channel 
blocker 


stroke 


CPC 301 


. 


calcium channel 
blocker 


stroke 


CPC 304 




calcium channel 
blocker 


stroke 


CPC 317 




calcium channel 
blocker 


stroke 


CPC 8027 




calciiun channel 
blocker 


stroke; epilepsy 


CPC 8029 




calcium channel 
blocker 


stroke; epilepsy 


NS 3034 




calcium channel 
Dlocker 


stroke 


NS638 




calcium channel 
Diocker 


stroke 
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SB 201823A 


4-[2(3,4- 

dichlorophenoxy)ethy 
l]-l-pentyl piperidine 
hydrochloride 


calcium channel 
blocker 


stroke 


drug delivery system, 
conopeptides 




calcium channel 
blocker; sodium 
channel blocker; 
potassium channel 
blocker; analgesic 


enilensv* Parkin <5on 
disease; stroke; pain; 
brain ischemia 


DP 16 


Acylglycerol 
derivative of B APIA 


Calcium chelator 


epilepsy; stroke; heart 
ischemia 


stroke therapy 


N- 1-naphthalenyl- 1 - 

(3-phenoxypropyl)-4- 

piperidinamine 


Calcium lowering 
agent 


stroke 


DY 9760 


3J2-[4-(2 -chloro-2- 
methylphenyl)- 1 - 
piperazinyl]etiiyl]- 1 - 
( 1 H-imidazol-4- 
ybnethyl)-5,6- 
dimethoxy-lH- 
indazole 


(^2)]mnHii1in snitnoATifct 
^auiiv/uuiiii cuiiAKviiJioi' 


Diam iscneniia, suuKe 


calpain inhibitors 




calpastatin 


stroke 


calpain inhibitors. 




calpastatin; proteinase 
inhibitor 


stroke 


caspase antagonists 




ca5>nase inhibitnr" 

apoptosis inhibitor 


cfTrtlr^* Tnvrtr»a'rHial 

infarction 


KF1Q632;IKY432 


2-methyM-[l-oxo-3- 
[4- 

(trifluoromethyl)phen 
yl]-2- 

propenyllpiperidine 


Cerebroprotectant 


stroke - -^ .^ : 


acetyl-L-camitine; 
acetylcamitine, L-; 
ALC; ST200;TA 
803; NICETUE; 
BRANIGAN; 
ALCAR; 
NEUROACTIL; 
BRANIGEN 


acetyl-L-camitine 


Cholinergic agonist 

<?timiilatinn nf n<*rv** 

growth 


Alzheimer disease; 
neuropathy 


Aniracetam; Ro 
135057; SARPUL; 
DRAGANON; 
APAMET; RESET 


l-(4- 

niethoxyben2oyl)-2- 
3yrrolidinone 


cholinergic antagonist 


cognitive defect; 
stroke 
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Citicoline; citicoline 

sodium; cytidil 

diphosphocholine; 

CD? choline; IP 302; 

NEUROX; 

ALPHCOLIN; 

HDPERCOL; 

NEUREX; 

SOMAZDSTA; 

TRAUSAN 


P'-[2- 

(trimethyiammonio)et 
hyl] citidine 5 - 
ftrihvdro een 
diphosphate) 


cholinesterase 
inhibitor 


stroke 


Fibroblast growth 
factor agonist. 




cicatrizant; FGF 
agonist 


skin ulcer* stroke 


MAb, C5 single 
chain; Mab, 
complement C5; 
5GL1-SC 




complement inhibitor; 
monoclonal antibody; 
NSAID 


inflammation; 
myocardial infarction; 
stroke* ischemia 


NBI102 




CRF antagonist 


stroke 


NBI104 






Liwpiwaolvli, 2>irUK.v 


interleukin-8 
antagonists; IL-8 
antagonists 




cytokine antagonist 


myocardial infarction; 
stroke; respiratory 

fJicfTf*cc c\/nr1rnmf=» 

UloUWaO OjrllVilUillC 


endothelin B 
antagonist. 




endothelin R 
antagonist; endothelin 
antagonist 




Endothelium- 
associated disease 
therapy, 




Endothelin recentor 
ligand 


Stroke* asthma 


ABPI 126 




estroeen asonist 


stroke 


ABPI 127 




estrogen agonist 


stroke 


excitatory amino acid 
antagonists 




excitatorv amino acid 
antagonist 


enileri<5V Alyheimpr 

disease; stroke 


NFC 18123 




excitatory amino acid 
antagonist; glutamate 
antagonist 


eoileosv* stroke 


excitatory amino acid 
receptor modulators 




Excitatory amino acid 
receptor ligand 


Stroke 


APO 99 




LI WW XaUiwal oOaV wilder 


reperfusion injury 


K:7259 


lexahydro-l ,4-bis[4- 
(3,4,5- 

trimethoxyphenyl)but 
yl]- 1 H- 1 ,4-diazepine 
dihydrochloride 


ree radical scavenger 


stroke 


NXY059 




tee radical scavenger 


stroke 
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Pyrrolostatin 


4-ge!:anylpyrrole-2- 
carboxyiic acid 


free radical scavenger 


stroke 










stobadine;DH 1101; 
DP 1031 


(4aR,9bS)- 

2,3,4,4a,5,9b- 

hexahydro-2,8- 

dimethyl-lH- 

pyrido[4,3-b]indole 

H i VivH rrtf* V> 1 nri H <* 


free radical scavenger 


ischemia; stroke 


rAK218 


(S)-2,3-dihydro- 

2,4,6J-tetramethyl-2- 

[(4-phenyl-l- 

piperidinyl)methyl]- 

5-benzofuranamine 

dihydrochloride 


free radical scavenger 


stroke; trauma 


EUK134 


(SP-5-13)- 

nlll/^f/^^r'5 0* ri 0 
ciUoroi[XyZ -[ l,-^- 

ethanediylbis[(nitrilo- 

kappaN)methylidyne] 

]bis[6- 

lIlCUlUAypXlCilUlalU~ 

kappaOl]]]- 
manganese 


free radical 
scavenger; 
antioxidant 


stroke 


finee radical 




free radical 

cf* Q von not** A II') 

scavenger, ino/vixj 


neurodegeneration; 
arthritis; reperfrision 
injury; psoriasis; 
stroke 


SLH301 




freeradical 
scavenger; NSAID 


neurodegeneration; 
arthritis; reperfrision 
injury; psoriasis; 
stroke 


EPCK1;CHX3107 


[2R- 

2R*(4R*,8R*)]]-2- 
:3,4-dihydro-2.5,7,8- 
tetraniethvl-2-f4 8 12- 
tximethyltridecyl)- 
2H-1 -benzopyran-6- 
yl hydrogen 
phosphate] L-ascorbic 
acid esters, 
monopotassium salt 


free radical 
scavenger; 
phospholipase 

nbiViitor* pvtnVinp 

antagonist; NSAID 


stroke 
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OC5186 


(5Z,13E,15S)-15- 
hydroxy-9-oxo- 
prosta-5,8(12),13- 
trien-l-oic acid, 
homopolymer, ester 
with L-ascorbic acid 


free radical 
scavenger, prostanoid 


cancer; stroke; 
malaria 


BMS 183729; BMY 
20862 


5,6-dihydro-ll- 

- _ a1- . -1 1 ITT 

methyHlH- 

pyriniido[4,5- 

6] [ 1 ,4]benzodiazepin 

e 


GABA agonist 


neuropathy; stroke 


clomethiazole; CMZ; 

HEMINEVRIN; 

ZENDRA 




GAB A modulator 


insomnia; stroke 


GM-1; ganglioside 
GM-1; 


monosialotetrahexosy 
Iganglioside 


ganglioside 


stroke 


siagoside; AGF 2 


[R-[R*,S*-(E)1]-N- 

[l-[[[0-[r.2- 

anhydro]-N-acetyl- 

alpha-neuraminosyl- 

(2->3)-0-[0-beta-D- 

galactopyanosyl-( 1 - 

>3)-2-(acetylamino)- 

2-deoxy-beta-D- 

galactopyranosyl-(l- 

>4)-0-beta-D- 

galactopyranosyI-( 1 - 

>4)-beta-Dr- 

glucopyranosyljoxy] 
methyl]-2-hydroxy-3- 
heptadecenyljoctadec 
anamide 


ganglioside 

- 


cognitive defect; 
stroke 


stroke therapy 




glutamate agonist; 
mGluR agonist 


stroke 


HF7 




glutamate antagonist 


stroke 


NNC 079202; FG 
9202 


1 ,2,3,4-tetrahydro-6- 
nitro-2,3-dioxo- 
benzo(f)quinoxaline- 
7-sulfon amide 


glutamate antagonist 


epilepsy; stroke 


NS 409; FD 152247; 
PNQX 


1,4,7,8,9,10- 

hexahydro-9-inethyl- 

6-nitro-pyrido[3,4- 

f|quinoxaline-2,3- 

dione 


glutamate antagonist 


stroke 


AMPA antagonist 




glutamate antagonist; 
AMPA antagonist 


stroke 
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CP 465022 


3-(2-chlorophenyl)-2- 

[(diethylamino)methy 
11-2- 

pyridinyl]ethenyl]-6- 
fluoro-4(3H)- 
quinazolinone (Z)-2- 
butenedioate(l:I) 


glutamate antagonist; 

njyurix aniagOOlSl 


stroke 


NNC 070775 




fflutamate antapnTii<;f* 
AMPA antagonist 


QtrAlfP 
oil 


YM 90K; YM 900 


l,4-dihydro-6-(lH- 

imidazoM-yl)-7- 

nitro-2,3- 

quinoxalinedione 

monohydrochloride 


glutamate antagonist; 
AMPA antagonist 


stroke 


siimabidol;HU211; 
PA 50211* 
DEXANABINOL 


(6aS-tram)-3-(l,l- 

Him pth vl }i pn t vl ^- 

6a,7,10,10a- 
tetrahydro-l- 
hydroxy-6,6- 
dimethvl-fiH- 

dibenzo[b^d]pyran-9- 
methanol 


glutamate antagonist; 
udnndDinoiu, iNlYlu/\ 
antagonist; free 
radical scavenger 


cognitive defect; 
stroke; trauma; 
myocardial infarction; 
glaucoma 


ACPC; cycloleucine; 
cycloleucin; NSC 
1026; WR 14997 


1- 

aminocyclopentaneca 
rboxylic acid 


glutamate antagonist; 
NMDA antagonist 


coronary artery 
disease; anxiety; 
depression; stroke; 
(Tpucpsy, aQQivuon . . . . 


CP 283097 . , 


(3R-cis>3>[4-<4- 
Jluorophenyl)-4- 
hydroxy-l- 

nineridinvll-^ 4- 

dihydro-2H-l- 

benzopyran-4,7-diol 


glutamate antagonist; 
STMDA antagonist 


i^arkinson disease; 
stroke; trauma 


dizocilpine; 
dizocilpine maleate; 
MK.m 


(+)-10,ll-dihydro-5- 
methyl-5H- 
dibenzo[a,d]cyclohq3t 
en-5,10-imine 


glutamate antagonist; 
NMDA antagonist 


epilepsy; stroke; 
aeuropathy 


EAA090 


;2.(8,9-dioxo-2,6- 

dia2abicyclo[5.2.0]no 

a-l(7)-en-2- 

/l)ethyl]phosphomc 

acid 


glutamate antagonist; 
^JMDA antagonist 


stroke 
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GPI 3000; NPC 
17742 


[IR- 

[lalpha(R*),2alpha]]- 
alpha-aniino-2-(2- 
phosphonoethyl)cyclo 
hexane propanoic 
acid 


glutamate antagonist; 
NMD A antagonist 


epilepsy; stroke; 
neuropathy 


L 701324 


7-chloro-4-hydroxy- 
3-(3-phenoxyphenyl)- 
2( 1 H)-quinolinone 


clutamate antagonist* 

*********** W %«<A4Vl*^^^^AAAO^^ 

NMDA antagonist 


enilenw <;trnWf* 


MRZ 2579; MRZ 
2/579 




glutamate antagonist; 
NMDA antagonist 


Parkinson disease; 
addiction; stroke 


2-PMPA- GPI 5000 




inhibitor 


neurodegeneration 


BW 1003C87 


Ethaiiesulfonic acid 
cmpd. with 5-(2,3,5- 

fnp}ilnrnriliPTivM-'7 ^> 

Dvrimidinediamine 

(1:1) 


glutamate release 
inhibitor 


stroke 


sipatrigine; BW 
619C89; BW619C 


2-(4-methyi-l> 
piperazinyl)-5-(2,3,5- 
bichlorophenyl)-4- 
Dvrifnidinainine 


glutamate release 
inhibitor 


stroke 


ACE A 1031 




fflvcine antapnTii<;t 


ctrftlrp 


gavestinel; GV 
150526; GV 
150526A; GV 
150526X;GG526; 
GV 526A 


fEM 6-dichloro-3-r3- 

oxo-3-(phenylaniino)- 

l-propenyl]-lH- 

indole-2-carboxylic 

acid 






HMR2371 




glycine antagonist 


stroke 


M 241247 




glycine antagonist 


stroke 


M 244249 




glycine antagonist 


stroke 


ZD 9379 


2-(4-methoxy-2- 
methylphenyl)- 

nvrida7ir)or4 
b]quinoline-l,4- 
10(5H)-trione, base 
and salts 


^iyi/lUC allUtgUIlldl 


stroke 


glycoprotein Ilb/IIIa 
antagonist; P246 




glycoprotein Ilb/IIIa 
antagonist; peptide; 
platelet antiaggregant 


thrombosis; heart 
ischemia; stroke 


cromafiban 




glycoprotein Ilb/IIIa 
antagonist; platelet 
antiaggregant 


thrombosis; stroke 
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EMD 122347; YM 
028 




glycoprotein Ilb/IIIa 
antagonist; platelet 
antiaggregant 


thrombosis; angina; 
stroke 


MK 852; L 367073 


N-acetyl-L-cysteinyl- 

L-asparaginyl-(4R)- 

5 , 5 -dimethy 1-4- 

thiazoUdinecarbonyl- 

4-(aminomethyl)-L- 

phenylalanylglycyl- 

L-alpha-aspartyl-L- 

cysteine, cyclic (1-7)- 

disulfide 


glycoprotein Ilb/IIIa 
antagonist; platelet 
antiasfire^ant 


stroke; thrombosis 


SDZ GPI562 


Unspecified 


glycoprotein Ilb/IIIa 
antagonist* nlatelet 
antiaggregant 


thrombosis; stroke 


pimagedine; 
pimagedine 
hydrochloride; 
aminoguanidine; 
GERll; YM585 


aminoguanidine 


Glycosylation end- 
nrndiict inhiHitAr 


diabetes; kidney 
uidCose, reimopamy, 
atherosclerosis; 
neuropathy; stroke 


fibroblast growth 
factor-lO 




Growth factor, 
fibroblast growth 
factor- 10 


stroke; trauma 


insulin-like growth 
factor-l;IGF-l 




Growth factor, IGF-1 


brain ischemia; 
trauma; stroke; 
neurodegeneration 


transforming growth 
factor beta; TGFbeta 




Growth factor, TGF- 
beta 


brain ischemia; 
trauma; stroke; 
neurodegeneration 


ersofermin; fibroblast 
growth factor, basic; 
basic fibroblast 
growth factor; bFGF; 
TROFAK 


N-(N-elvcvl-L- 
threonyl)-basic 
fibroblast growth 
'actor (human clone 
lambdaKB7/lambdaH 
FLl precursor 
reduced) 


CTfOWth factor* 
cicatrizant 


ctrolf<* 


trafermin; fibroblast 
growth factor, basic; 
basic fibroblast 
growth factor; bFGF; 
trofermin; KCB 1; 
CAB 2001; FIBLAST 


2-155-fibroblast 
growth factor, basic 
human clone lambda 
ECB7/lambdaHFLl 
orecursor reduced) 


growth factor; 
[^icatrizant 


skin ulcer; 
osteoporosis; stroke; 
leuropathy; 
aeripheral vascular 
iisease; coronary 
utery disease 
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drug delivery system, 
proteinase inhibitor 
and trophic factor 
secreting implant; 
proteinase inhibitor 
secreting implant; 
trophic factor 
secreting implant 


^11 


growth factor; 

iicuiuuupiliv Xai/lUly 

proteinase inhibitor 


stroke 


heat shock 
transcription factor 
modulators, ischemia; 
heat shock 
transcription factor 
modulators, cancer 




heat shock 
transcription factor 
modulators 


stroke; ischemia; 
reperfiision injury; 
cancer 


RSR 13 


2-[4-[2-[(3,5- 

dimethylphenyl)amin 

o]-2- 

oxoeth vllnhenox vl - 
methylpropanoic acid 


Hemoglobin, 

allosteric 

modification 


surgery; heart 
ischemia; stroke 


RSR4 


2-[4-[2-[(3,5. 

dichlorophenyl)amino 

]-2- 

oxoethvllnhenoYvl-^- 
methylpropanoic acid 


Hemoglobin, 

allosteric 

modification 


cancer; surgery; heart 
ischemia; stroke 


RSR 46 


2-[4-[2-[(2,3-dihydro- 

1 H-inden-5- 
yl)aminp]T2-,^^^ 
oxoethyl]pifienoxyi-2- 
methylpropanoic acid 


Hemoglobin, 

alltlolCIlv 

modification 


cancer; surgery; heart 
iscnenua, siroKe 


rP7 




Hemoglobin, 
synthetic allosteric 
modifiers of 


cancer; surgery; heart 
ischemia; stroke 


enoxaparin sodium; 
low molecular weight 
heparin; enoxaparin; 
enoxaparine; PK 
10169; RPY 005; RP 
54563; LOVENOX; 
CLEXAN; 
CLEXANE 


leparin sodium salt 


heparinoid 


thrombosis; angina; 
stroke; myocardial 
infarction 


GT2016 


l-(5-cyclohexyl-l- 1 
3Xopentyl)-4-(lH- 
midazol-4- i 
^l)piperidine 


listamine antagonist; c 
listamine H3 s 
mtagonist c 


x)gnitive defect; 
stroke; attention 
leficit disorder 


MAb, 1A29; MAb, 
ICAM-1 


1 

£ 


CAM monoclonal s 
uitibody 


stroke 
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NZ097 ^ 




rOF-l ligand 


brain ischemia; 
trauma; stroke; 
neiurodegeneration 


antibody-mediated 
stroke inhibitor 




immunosuppressant; 
biotechnology 


gynecological; stroke; 
thrombosis; 
myocardial infarction 


insulin-like growth 
factor binding protein 
ligand inhibitors, 
IGFBP ligand 
inhibitors 




insulin-like growth 
factor binding protein 
ligand inhibitors 


stroke; 

neurodegeneration 


neutrophil inhibitory 
factor; NIF; 
CORLEUKIN NIF 




integrin antagonist; 
cell adhesion 
inhibitor; NSAID 


reperfusion injury; 
inflammation; stroke 


AM 36 




Ion channel blocker 


stroke; trauma 


cation channel 
blocker 




Ion channel blocker, 
cation chaimel 
blocker 


stroke 


lirilazad; tirilazad 
mesylate; trilazad; U 
74006F;FREEDOX 


21-[4-(2,6-di-l- 

pyrrolidinyl-4- 

pyrimidinyl)-!- 

piperazinytJ-TB-' 

alpha-me thyl-pregn- 

l,4,9-(ll)-triene- 

3,20-dione 


lazaroid 


brain ischemia; 
stroke; trauma; heart 
ischemia; kidney 
disease 


MAbs, leukocytes 




Leukocytes 
monoclonal antibody 


stroke 


MAb,23F2G;MAb,- 
leukointegrin; Hu . . 
23F2G 




leukointegrin 
monoclonal antibody 


multiple sclerosis; 
cardiovascular - 
disease; myocardial 
infarction; stroke 


stroke and traimia 
therapy, morphogenic 
proteins. 




morphogenic proteins 


trauma; stroke 


Lubeluzole; R 87926; 
PROSYNAP 


(SH-(2- 

benzothiazolylmethyl 
amino)-alpha-[(3,4- 
difluorophenoxy)m 
etiiyl]-!- 

piperidineethanol 


Neuroprotectant 


stroke; Alzheimer 
disease 


drug delivery system, 
neurotrophic peptide; 
neurotrophic peptide 
delivery system; 
IROFEXIN-A 


rrofexin-A 


[Neurotrophic factor 


stroke 
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Neurotrophic peplH 
TROFEXIN 


f 


neurotrophic factor; 
jcpiluc, growm lacio 


stroke 


NOX 101 


Unspecified 


nitrif* dyiH^ c^nvmop^i 


siroKe, aiaoeies, 
cancer; trauma; 
transplant rejection; 
septic shock; 
uoi ulu vascuiar 
disease . 


NOX 151 






stroke 


A 84643 


[S-(E)]-N-(4-anuno- 
5 -hvdroxv-2 - 
pentenyl)-]^- 
nitroguanidine 


nitric oxide synthase 

inhihifnr 


stroke; ischemia 


Neuronal nitric oxide 
synthase inhibitors 




inhibitor 


suoKe, irauma 


nitric oxide synthase 
inhibitors 




nitric oxide synthase 
inhibitor 


Parkinson disease; 
stroke 


nitric oxide inhibitors 




niuic oxiQe 
synthetase inhibitor; 
NSAID 


stroke; rheumatoid 
arthritis 


ARL 15896; FPL 

15896; ARL — - 

15896AR; 

FPL15896AR 


(S)-alpha-phenyl-2- 
pyridiheethahamine 


NMDA antagonist; 
glutamate antagonist 


stroke 


Bra 277; Bm 277CL 


[2R. 

[2alpha,3(R*),6alpha[ 

hexahydro-3-(2- 

methoxypropyl)- 

6 1111 -trimethvl-9 fi- 

inethano-3- 

5en2azocin-9-ol 

lydrochloride 


NMDA antagonist; 
glutamate antagonist 


stroke 

■ • - •■ • 


CGP40116 


[R-(E)]-2-amino-4- 

[nethyl-5-phosphono- 
}-pentenoic acid 


NMDA antagonist; 
glutamate antagonist 


spilepsy; stroke . 


CNS 1118 


Nr,N'-dimethyl-N,N*- 
3is(l- 1 
iaphthyl)guanidine 


^IMDA antagonist; 
3;lutamate antagonist 


stroke 


CNS 1531 

i 
c 
c 

£ 


:+)-3-fluoro-10,5- 
minomethano- 1 0, 1 1 - j 
Iihydro-5H- 
libenzo(a,d)cyclohept 
ine 


*^MDA antagonist; s 
glutamate antagonist 


Jtroke 
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CP 101606 ^ 


P|(R*,R*)]-4. 
fiyaroxy-alpha-(4- 
hydroxyphenyl)-beta- 
methy 1-4-pheny 1- 1 - 
piperidineethanol 


NMDA antagonist; 
glutamate antagonist 


stroke; trauma; 
neurodegeneration 


eliprodil;SL 820715 


(+,-)-alpha-(4- 
chlorophenyl)-4-[(4- 
fluorophenyI)metiiyl 
-1-piperidineethanol 


NMDA antagonist; 
glutamate antagonist 


neuropathy; stroke; 
trauma 


ES 2421 




NMDA antflO'nniQt' 

glutamate antagonist 




L 703717 


7 -ch loro-4-hvdrox V- 
3.[3-(4- 

methoxyphenyl)ineth 

yIlphenvn-2flH)- 

quinolinone 


NN/TDA antaannict' 

glutamate antagonist 


epilepsy, suOKc 


L 708541 




NMDA antaooniQt' 

glutamate antagonist 


ypucpby, SuOKe 


licostinel; ACEA 
1021; CGP 63446 


6,7-dichloro-5-nitro- 

l,4-dihydro-2,3- 

quinoxalidinedione 


MMDA antai^nni^t* 
glutamate antagonist 


DUUJvCy Lraunia 


-MDL 100453 


4oxo-5-phosphonO" 
D-norvaline 


*s[MDA antaffoni<;t* 
glutamate antagonist 


cpixcpojr, iicurupauiyy 

Stroke 


NMDA antagonist 




^IMDA antapnniQt* 
glutamate antagonist 


cpiicpojr, oliUlvC, 

neuropathy 


NMDA antagonist, 
subtype specific, 
SSNRA 




NMDA antagonist; 
glutamate antagonist 


stroke; traimia 


NPSL506 




NMDA antagonist; 
glutamate antagonist 


Stroke; trauma 


P 7189 


2-ainino-N-methyl- 
alpha-(3-methyl-2- 
iiienyl)benzeneethan 
amine hydrochloride 


"^MfDA antaDTinicf* 

i ^XTj^LiT^^ CUlMiA villa 1} 

glutamate antagonist 


duuiLC, iiC/urupduiy 


PD 158473 


3 -( 1 -naphthaleny l)-5 - 

phosphonoraethyl)- 

^-phenylalanine 


*^MDA anta{»oni«;t' 
glutamate antagonist 


Stroke 


PD 159913 


.. 


MMDA antagonist; 
glutamate antagonist 


Parkinson disease; 
stroke 


Ro 256981 




^iMDA antagonist; 
glutamate antagonist s 


^arkinson disease; 
stroke 


selfotel; CGS 19755 ( 


:is-4- 

phosphonomethyl)- j 
>- 

jiperidinecarboxylic 
icid 


^^JMDA antagonist; s 
glutamate antagonist 


stroke; traimia 
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